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mmm 

[fi#«i] (i) 
[fbi] 




(i) 



[ft 2] 

HN-Y-R 2 

ti b T v \ T % ± ^jKHSIfc 1 ~ 8 MO T )V * V y £ . 
A r », «8l2S3:^L , r% J: V^>1? :7# 
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o ) 

VliCH 2 , O, S££liN-R 4 (^Pp, R 4 li*|^fcttMl~18 

l±5£-Q-R 9 fc^, 

Q&CO, CS, CH 2 *fcfcl:S0 2 R 9 ^©^T'^Stl 

) 

[ft 3] 



>10 



N 



R t2 



.12 



N 



N N-R 



12 



J2 



N^. /^N 

0 R,a O r ' 2 N ^ R ' Z 

U^S^mvx^X^ «fc^yy J^iH$fc 1 ~ 1 8 m(D7Jl*c)lM 



2 
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Ra, Rb, Rcttfif-Sfett^ftot, **l-?*l*3RiBC^ 1 ~ 1 8 

£\ R 7 ii^-CO-R 9 "rtt&V^ 

[fM2] — jh^ (i) icfevNT, #ffi#©^ii^©ii»j-e*-siiff^i 
[ft 4] 



o Z&i##L&VN 0 R 6 iZTfrmZB^o ) 

V»CH r O, S££teN-R 4 (R 4 S*itfe{^II!(l~60{Sl7 

R 7 14, 1k<Dj%T*mZtl&m*7jk-f a 




[ft 5] 



N-N N-N N— a 8 N— a 



,8 
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* felt, R 7 Ji^-CO-R 9 &a^„ 
[ft 6] 



p12 




, ^iRifci~8fii(z>r^/ndpj/s*fejirs/;i/ais:aK > r 0 ) 

Ra, Rb, R c li^-rtlfeTK^M^&^fo 

l- (4- (2-t:Fndr'>-3- (4- 7 # v y - 2 - >f bf/oj^v 
) ^nt:^**S/) K>y (b) 2 --r;i/^j;i/^-;i/) tfnu^>, 

4 - (4 - (2-kFn^i/-3 - (4 - (^-^^L/>-2--r;b) tf^y^V 
) •7utZ;\s*3ris) Ky-J (b) -y^y- 2 --f ^e;i/^U>, 

4- Kn^rJ/- 3 - (4- (t7* 2 H°^U^V) 

lf;i/;f3f£/) — N, N (b) 79 >- 2 3 h\ 
l- (4- (2-tKa^j/-3 - (4- (^-:7# 2 --r;i/) tf/^u^V 
) tr;i/*^s/) (b) ft7i>-2-^w;^-/p) trays?:/ 

4- (4- (2 -fc: Kn^fS/- 3 - (4- (-J-?* U>- 2 --f bf/^y^V 

) ^ , nbr;i/*^rS/) Ky^j (b) ft7i>-2-^^M-;i/) ^e;i/*y> 
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4- (2 -H Kn^rS/-3 - (4- 7 # Lx > - 1 - >f hT^'J^yO 
fcT^/^-^rJ/) -N, N-^*^;i/^>V (b) ft7i>-2-*;i/WU* 

4- (2 -t Fn=Sr^- 3 - (4- 7 # 1/ > - 2 - >f Jl/) If ^ y ) 
\Zfl/7t*i/) -n, N-^*^;i^>y (b) ft7i>- 2 -*;b3j?dp-9-^ K 

4 - (7 - (2-fcKn#S/-3 - (4 - (j-7$ uy- 2-4 Ji) y S/V 
) yntf;i/^-^ri/) KyJ (b) v=yy- 2 --f ^;nfty>, 
7- (2 -t Kndpj/- 3 - (4- 9 vy- 2 - 4 JV) if^y^V) :/n 
tiVb^-^S/) -N, K-Vtm/'Oy (b) V=yy- 2 -#;i/3tf3fi^ h\ 

4- (2-KFn*j/-3 - (4- (-f-y* vy- 2 --r;i/) tf^y^V) ^"n 
tf;i/>f3fS>) -N, N-y^f l H->f > F-;i/ - 2 - ^ F, 

4- (2-t KD^J/-3 - (4- (-J-?* 2 tf^y^V) 

l- (2- (5-^^;i/-i, 2, 4 -^-^-9-^T^/-;i/- 3 --r;i/) 

(b) 75>-4->f^S/) -3- (4- Isy- 2 --f;i/) fcT^U 

l- (2- (5-^^;i/-i, 3, 4 -^-f^t 2 --r;v) 

(b) 7^>-4 ->f;i/^*^rS/) -3- (4- (-^:7 # 1/ > - 2 — f;i/) tf^'J 
i/V) - 2 -y°uAJ -;k 

l- (2- (5 - h y ^;i/^-n^^-;i/- l , 3, 4 -^-tf-S/'y 2 

(b) y=yy- 4 --r;i^3f $/) -3- (4- (t7dfl/>-2-- 
>f;i/) tf^y^v) -2-7"n;V-;K 

1- (2- (5-*^;i/-i, 3, 4 -^-dp-9-^Ti/-;b- 2 --r;i/) 

(b) 77>-7-^;bt^r^) - 3- (4 - (t7* - 2 - >f/l/) fc^U 

VJ) -2-7"n;t;-^ 

l- (2- (5-*^;i/-i, 3, 4-t^ti?7 , ;-ii/-2-^;b) - 1 H- 
>(yF- J]/- 4- JJU***/) - 3- (4 - (^-■7^i/>-2--f;i/) fer^us; 

5 £i}§E# 2001-3106273 
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J ) - 2-^dav-;i/, 

1- (2- (3-*^;i/-l, 2, 4 -#3f -9- 5? 7 !/-/!/- 5 -^f;i/-^>!/ ( 
b) -7=yy- 4 - 3- (4 - (-}-7#l/>-2->f;i/) hf^US^ 

l- (2- (5 \S-;i- 2 --f;i/) -/<>i/ (b) y^y-i- 
-3- (4- (^--7^ i/y- 2 ->r;b) tf^US/V) 

^ <b 38 i* ft -5 i aa*©^*, ^ © 3fc5**stt# * « -e © EiE-tm^ $ ft 

3 J; tf-e ft & ©*|n^ D 

£ ft J: OP ^ft <=> <£>?fcfil%fr £ & S 

SftS*S^J:tX*ft&©*fII»A^38^3ftfe^e>of^ffl&W^«ft^^^ 

[ff*3C7] (ii) 

[ft 7] 




do 



X 



ft^CD^KMU 
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R 1 t±, &<Z);i£-e3t£;ti£«£^c 
[ft 8] 




m, rite, ^tl^JlMiZfCO, 1 *fctt2 !&aVr o 

. ) 

vttCH 2 , o, s£fcteN-R 4 (s;tf», r 4 te*ffi£ t=.itfikmm 1 ~ 1 8 

Ra, Rb, r c izm-tfrizmte-DX. *ti?ti7kmm?-. rn.mm.i~i 8 
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[0 0 0 1 ] 

ttSWit. Kn^S/hU^*^ (5-HT) #SeifCf^t5ft^ 

>1A (5-HT u ) S§ftJC3i«lW«iT7-f --^-r-Sr^L, H H£ JC 7 > * =f 

&m-tzo^>m^<z>mmmizM-tz> a 5-tKn^^MJ^5> (5-ht) 

[0 0 0 2] 

dpi/) - 3- (4- (3, A-^^vyVX^i/yzL—fy) tf/^U^V) - 2- 
yny\V (EP0722941), 4 - (4 -7;wn7x-) - l 

- (6-*^;i,t^ jjy#>- i --r;i/^^;b) ^UJ?>»ift (wo95 

/3 3 7 2 1) , 3, 6 Kn-N-^f;i/-N- (5 -^DO- 2 - hf U 

-4- ( l -"*-7# i/— - l - (2H) try ^^n;^?^ >§§ 

(^H#fFH5 4 72966), 3 - (5 -9Dn^>y (b) ft7i> 

-3--f;i/)-5, Kn-f ^ C 2 , l - b] rTV-JU&mft (W 

097/02269), S- (-) — N — (2 - (3 - (2 -^7^-;i/) tf n U 

^V) x^-;i/) -N- (2-tfU^;u) n^-tf- >#;i/;tf3f£/7 ^ K3&a*# 

(WO 9 7/40038), (R) -3 - (N - V V U K Z/f-JU ~ N - n - >^n 

tf^/T^y) - 8 --yfrjru - 5 -N-^^;i/*/i/A^->r;i/- 3 , 

- 2 H - 1 -/OVbT^^SS^^ (WO 96/33710) , 3 - (2 - (4 - 

*^;i/t^~7^>- i ->r;i^) ^>^u^>) -1, 3 Kn>r > K-;i/- 

2 -;^>Sitg$C (WO 97/36867), 1 - (4 - >f > K U ;i/3f*3fS/) - 3 

- [4 -t: Kn^ps/-4 - (2-t7^^)'tf/<ys?;] 7'n/^-2-t^ 

mmfo (WO 9 7/4 8 6 9 8) & iftffcl & tlT V^ £ „ 
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[0 0 0 3] 

nmm6 2 - 1 1 6 5 5 7#^«Kltt, -fen h ^>££#;I3 <fc A** 
m* IKJfil«tt«f**:^©?&jRtCfl|V^4iS 2 - t Kn*S/- 1 - [2- (2-* 

*y-4 - trn u ^aiy^ri/] -3- (4 

[0 0 0 4] 

L <k ■*» i: Slug] 

KUt'J> (NA) fcj:tf5 -t: Kn^rS/ h U ^"^ ^ > (5-HT) ©PWtfjgi 
[0 0 0 5] 

tfeMWiC #SiWM^M§tlTtfe (Journal of Cli 
nical Psychiatry, Vol. 5 7 ; Sup p 1 ime n t 7 

; p p 2 5-3 1) „ ^-©*t% mmm-^u b-y (5-ht) nmv&&mm 

US (selective serotonin reuptake inhib 
itor ; SSRI) IC 5 - H T 1A T> * =f— h©fcf> KD 5 £ 
, B6J*»*^|3Kl«WlcM«l3*lSii:««##3tlfc (Journal of 



9 
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Clinical Psyche-pharmacology, Vol. 17, N 
o. 6, pp. 446-450) 0 — IKftTtf) 5 — H T^fftiHi, S S R I 

#lJ-f 5 3£#?RIoTV^& (Neurochemical Resarch, V 
o 1 . 2 1, No. 5, 1996, pp. 557-562) 0 Jit 5 

o^tf)fEfflH§*SlC|i3LTB lierfcde Mont i gnyiCiot T5-H 
T/fcSfHRSij (T r e n d s in Pharmacologic 

al Sciences, 1994, vol. 15, pp. 2 2 0-2 2 6) 0 

[0 0 0 6] 

5-tKD*i/hU^*^> (5-HT) ^#<5D-tf-:/y;i/ 

^^WiS^, (OCD) , A^y^W, *±#*£|S|W, ^flPtt 

SffRtfF, fg^. /M^ifclm, Mtt^M/^if (PTS 

d) , %szm&* xmrn. m*$*. Tw^-v-m. n&nm. nsM&m. w 

J»PtfF» 7J~-"rJ Z/*f*r4 (feeding disorders 

[0 0 0 7] 
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1 . ( I ) 

[0 0 0 8] 
Ut9] 



[0 0 10] 




(1) 



X 



[0 0 0 9] 



1 1 
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Ut 1 0 ] 




[0 0 1 1 ] 
. ) 

viicH 2 , o, s^y^ttN-R 4 c^cfi, r 4 it7km&f~izm.mmi~i 8 

% «fc V^ftJ * «^ffifiJ©aHlftS, £^ LTtiJ: ^ * ii 

5£-Q-R 9 !fca**r. 

QttCO, CS, CH 2 *fc«S0 2 fc^-T, R 9 ^©iCTf^S 
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[0 0 12] 
[ftll] 



t 

N 



N O 



<y R12 n O r " 



O r " 0- r ' 2 O r,s 

[0013] 

> ^3Rai~8fi©r;i/3^s/S*fci±rs/;i/SS:^"t". ) 
Ra, Rb, r c izmstcitmte^T, ?ti?ti7kmm^ &m&i~ia 

£\ r 7 te^-co-R 9 -eii&v^ 

2. -jR^: (i) teaser. &m^<Dfemtf?k&mvT*&&wmimm,<Ditiz 

R 1 tt, &®s£t?&S*lSSS:a*'r. 
[0 0 14] 
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lit 1 2 ] 



N 



or o-* 



[0 0 15] 

VliCH 2 , O, S*fcttN-R 4 (R 4 iZ7km$.f=.itmmm.l~6<D{&ffi.T 

R 7 It. IkO&T'mZft&m&m-t. 
[0 0 16] 



[0 0 17] ' 

R 7 K-CO-R 9 Satt. 
[0 0 18] 



[ft 1 3 ] 




S o s 



,8 



1 4 
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[ft 1 4 ] 



R 



10 



N 



R 



,11 



N 



R 12 

a o- 



12 



N 





N-R 



12 




12 



[0019] ■ 

Ra, Rb, R c ^^tl^y^MM^'^B'to 
[0 0 2 0] 

3. (1) 1- (4 - (2-bFn^ri/-3 - (4 - y # U y - 2 - >r 
tf^U^V) 7u Ky-J (b) y=yy- 2 ->f ;i/#;i/jtf~;i/) ti°n 

U Vy, 

(2) 4- (4- (2 - t Kn^rS/- 3 - (4- (■*- 7 # b > - 2 - >f JV) 

y^V) ^"n tr;i/*^s/) (b) y^y- 2-^ =e;ifcv 



(4) 4- (2-hFD^ri/-3 - (4- (^"7 # lx y - 2 - >f ;i/) hf^yi/V 
) ^ntJ^^pJ/) — N, N-V^^jvKyV (b) y=yy- 2 -rt/i/ji?:*-*^ 
F, 

(12) 1- (4 - (2-HKn^rS/-3 - (4 - (:f- 7 # 1/ > - 2 - ;b) fcT 

^y^V) ^ntf;^^) *y*j (b) ?-*yx.y- 2 ->f tf 
n y 

(13) 4- (4- (2 - 1 Kn3f>>- 3 - (4- (±y $ \s y - 2 -A )\/) if 
^y^V) ^ntT/l/*-* S/) 'O!/ (b) ?-*y x.y - 2-j jljjji/tf-jv) =e 
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(15) 4 - (2-kFn^ri>-3 - (4 - 7 # u > - i - >f ;u) tr^ y t; 
/) 7"n fc?;i/>f £/) -N, N-S?ilfM> 4 ; (b) f^7i>-2-*M 

(17) 4- (2-t: Kn^rJ/- 3 - (4- {± 7 $ V y - 2 - 4 JV) ifKW 
J) y°U tf^^rS/) — N, N-^*^;i/^>V (b) ft7x>-2-^ 

(20) 4- (7- (2-tKn*i/-3 - (4- (i~ y & u y - 2 - >f ;i/) tr 
^ys>V) 7"otr^dpj/) (b) 75>- 2 --r;i/^;b#— ;i/) 

U 

(2 1) 7- (2 -fc: FD^ri/- 3 - (4- (-*- 7 # U > - 2 ->f ^'Ji? 
J) 7*U¥)V*3ris) -N. N-^*^;i"Oy (b) 7 ^ > - 2 - itjJVi^^V 
^ K, 

(27) 4- (2 -H Kn^rJ/- 3 - (4- (•*- 7 # L' > - 2 - A JV) tT^U^ 
7) 7D tf;i/^^r>» -N, N-i/^fA-lH->f>K-;i/-2-MW 

(30) 4- (2-th*n^fJ/-3 - (4- (^7# Vy- 2 ->f;i/) fc? ^ U ^ 

y) 7°n tr;i/^i-drS/) — n» l -*^;i/--f> K-;i/-2 

(3 5) 1- (2- (5-^^;i/-l, 2, 4 3 ->f;i/) 

-^>v" (b) y^y- 4 ->r;v^^i/) -3- (4- (-}-7# u>- 2 ->f ;i/ 
) tf/^Ui/V) -2-7°n>^V-;K 

(3 7) 1- (2- (5-*^;i/-l, 3, 4-tWT^-2-^;i/) 

-/<>y* (b) y^y- 4 -4 )i**cy) -3- (4- (-±-7# 2 ->f ;i/ 
) tr^y^v) -2-7°n/w-;K 

(3 8) 1- (2- (5-b'j7;i/tn^f;i/-l, 3, 4-^*^7!/-^ 

-2-^;i0 -/<>v* (b) y=yy- )\s**y) -3- (4- (-^-7*1/ 
>-2--r;i/) i^y^y) 

(3 9) 1- (2- (5-*^-;i/-l, 3, 4-*^i;7l/-^-2->f^) 
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-ly\r (b) 77>-7->f;i/^^>» -3- (4- (-1-7* i/y- 2 -4)1 
) tf/^uS/V) -2-^n;W-^ 

(4 2) 1- (2- (5-*^;b-l, 3, 4 -7t3rWT s J~Jl- 2 ->f;i/) 

- 1 H->f > K-;b-4 --f;i/^^i/) -3- (4- ("^-7* 2 --r;i/) 

fcf^D^V) -2~:/nAy-;K 

(4 4) l- (2- (3-^^;i/-i, 2, 4 -;f 3f-9-^y 5 --r;i/- 

(b) ^^>-4 --Y;i/^-^r>» -3- (4- {-f-y 3? U > - 2 - >f ;i/) 
tf^Ui^V) -2-^D/V-;k £J:t>* 

(4 8) 1 - (2 - (5 Jl- 2-4 J]y) -*<y-J (b) 7^ 

y - 7 - 4 )l**ri/) - 3- (4- (:h:7# Uy~ 2 -2 

[0 0 2 1] 

7. -«5£ (II) 
[0 0 2 2] 
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lit 1 5 ] 




.W^ .COOR 14 



(II) 



[0 0 2 3] 

[0 0 2 4] 
[ftl6] 



[0 0 2 5] 
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R 5 «, fi^S^LT^T^cfc^TU -;i/«££i;m^£^bTVNT ; fc> J: 
. ) 

VttCH r O. S££&N-R 4 (5£p£i, R 4 tt*H*fett^aRIRl ~ 1 8 
R 14 tt, 7K^M^*fe{i^mi~4©T;i/^r;i/S:^-rc 

Ra, Rb, R c li|Sf-*fettM^oT, f ftf iX^HIfi?, Ml~18 
[0 0 2 6] 

±m-MH (i) tcfetts^asffl^Mtt^coiiyt?**. 

tit. i/?u-7uif)V. i/?u-7?-)i. v<>m. i/?v\3ri/)i. is? 
u<\7*ji. n >f a* u M^^iiLxit, x^;w ^ntf 

r;i/^r;i/, *h3f*/, ih^j/, zfutf**;, w v^nstf* */, >fv 

^Ki/> f 3t^h^i/, ^S/^tf^fS/, ^^;b^^PS/ 
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sszf* *^\sy^ %*?-vy^ tT-jv^^-uy, V t^-frt^-vy^ 1 
- ^^-jvm^-uy^ 2 -*^;bx^ u>, i, 2, 2- 

s?^^^/x^i/>, x^;i/^^i^>, ^x^;b^^i/>, 1 -x^;i/x^ 
2-x^;i/x^u>, l, i-i?^f;i/h'j>if i/> 

, 2, 2-i;^f;bh'j^f 3-^f;i/hy^ 

3, 3 bV l-ifM»'J^fl/>, 2-x^;b 

hv^f-i/>, 3 -x^;i/ s u isyteZifim-f e>*i, hu^^-u 

[0 0 2 7] 

R 2 . R 5 , R 10 , R 11 , R 12 C£tt3«g|S£:;f LTVnT^J^TU -Jl£ 

, 2-t7f^/) , 4-^nn-3-7;wn7i-;k 3-^nn-4-hu 

i/Vl/, 7U;k ^xx;i/, n°U^^x;i/, > 2 --f;K [b] 

2 ->r;i/> ^> v 7 [b] y^y- 2 ->r;i/, 3, 4-^^u>i/^- 

„ ^«ci~4«(or^/*;i' C*^;i/, x^-;i/, :/ntr;i/, -fv^ntf 
^V7*f;K H3M^;i/^if) , ^3Rai~8fl©r^3^ps/ ( 

H3^^>dp>>, ^\^^;i/^-^>>, s\y°^;ut*cy. 

**yteE) > bKa^i/, -hn, yyj, y^y, 1^1-41©^;! 

IS:2~6M©r;i/>7--;b (tfx;b, 1 - ^n^x;!,, 2 -zfu^-jv. 3-y°u 
, ^HiS[2-6M©T;i/^rn;i/ (x^-;^ i-y°u^-jv, 2- 

?U\*— frl&iZ) , 7xx;i/, 7i;^ri/, 2/, C1~C4 7J1/^ 

;i/-S (O) t 7x— ;i/-S (O) t- (tteO, 1 *fctt2 Sr^-T. ) ; 
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[0 0 2 8] 

X, R 6 , R 12 , Ra, Rb, R c idfc ttS^fJUfc 1 ~ 8 mOTJlZl * i/mt 
tt, *b*rts. Xh3f>>, ^njtf^S/, >fy^D/K*i/, -/N3^>, >fV^h^r 

R 3 , Ra, Rb, RcCfe^SAn^ttt, 7»yl, j&fg, jlgi, 3-7ig£ 
R 3 , R 4 , R 10 , R 11 , R 12 , Ra, Rb, R c tC JSttS&UHfc 1 ~ 1 8« 
f 3I^f;k /sy*^;w /\=* 

R 7 , R 12 , Ra, Rb, R cJCfcttSTS/^Sfctt, Ti2^;b, ^ntT*:^ 

R 4 , R 10 , R n C£tt£fimS&^LT& J:VN7^;i/3f;i/£&, *3R» 1 ~ 
1-71-MfjI/, 1, l-^7f;i/-2-7iIJHfJK 3-7i- 

^^otf;!/, 2 - yx-ji/T^n^, l - 7:nx;i,:/n 4-7i_;b7"f 

3-7x-/l/7"fiI/, 2-7i-jI/7"f;K l-7i^7"f^^'^l 

m&Z) , ^sKSti ~4ffl©r^/*;i/ x^;i,, ^ntf;b, -fyyn 
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(*N3fi/, xKi/, ^"nsK**/, >f V^njtfdpS/, :7h3rS/, -TV^h^i/ 

i/-7;i/^-n^^;i/, h';7;i/tn^f;i/, 2, 2-j;7;woif;i/, 2 
, 2, 2 - h u ^;v^-nx^;i/^if§:^b> b'J^DD^f;k h'j7Mn^ 

[0 0 2 9] 

;k 1 -t Kn^fS/^ntT^ 1 - t: Kn E^ir 0 

^il^-, M^M^-^^^titi-£> 1 — sMcD^^nM^fe-^^c)^ 5~6M 
fetid 75>, v-ir-y^y* trn-;b, tf^y-;i,, # 

9if>, 1, 2, 4 -*^t-9-s;ti/-^/, 1, 3, 4 ->r^r-9-i?T^/-;i/, 1, 
2, 4-^r^T^/-;w 1, 3, 4-f7^7 4 ;-^ tru^>, \zv%vy 
, tr^>\ try ^-**!/u>, f7!/ux >rs #vy 

s<y\Z?-*7 zLy. -f>K-;K Ky-J^r^-J-^^ KyVT-TV-Ji. 1, 
2-^>!/>fy^t^-;K 1, 2-^>^yf7^/-;i/, ^>>c>fs#V; 

^7!/-;i/- 2 ->f bv\„ z.ti*>(DU$:M£. LTMu ad^> (^^^ 



2 2 



ffi$E4f 2 001-3106273 



#^ 11—166160 



^;i/^-n^^;i/^H) , ^lSi~4lfflr;i/^i/ x^;i/, ^nhf;i/ 

xtltit ?KffiM^ kFn^i/, *b*i/. xh^pi/, -f y ^n/}<3f i/& 

[0 0 3 0] 

4 -y^x;i/2/^ w\*ci/)\,- l --f;i/T* 7, 
-r y 9 j y - 2 - -y ;i/y ^ y % 

4-fcKn3r*/-4- (4-^OD7ii;i/) tf^U*?y, 

4-tFn^i/-4- (2-^-7^;i/) tf^U^V, 

4 -t: Kn^r2/-4 - ("*>y* Cb] r*7x.y- 2 ->r;b) tr^u 







4 




4 


- (4 




4 


- (4 




4 


- (4 




4 


-7 X. 




4 


- (4 




4 


- (4 


-^nn 7i-ji/) tf/^u^V, 


4 


- (4 




4 


- (4 




4 


- (4 


-^fJI/7i-^) ¥<<VVJ. 


4 


- (4 
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4f 32 11 — 166160 



4- (3 -^;i/^-n^jizi;b) tr^y*;;, 

4- (3-h'j7;btn^f;i/7x-;i/) t:^'j5?;, 

4- o-^n^?!-;!/) tr^Ui/V. 

4- (3-^h^pi/7i-;v) t°^u^v. 

4- (3 - *^JV7 ji—Jl) if^WJ, 

4- (2-7;i/tD7x^;i/) ^'jj;;, 

[0 0 3 1] 
4- (2-^DD7x^;i/) H'^U^V, 

4- (2 - -^u^y bf^y^v, 
4- ( 2 - ^f ;i^7x^;i/) fcf^us?y, 

4- (2-^h^ri/7i^l/) t^Uy;, 

4- (3, 4-i/^nn7i_;i/) tf^y^v, 
4- (3, 4 -j;^f;i/7x-;i/) if^y^v, 

4- (3, 4-^h^r^7xr^) tf^y^V, 

4- (3, 4 - ^^-uyyifiri/y tr^y^v, 
4- (2, 3 ^u*;;, 
4- (2, 3-^f^7x-;i/) t:^'js?;, 
4- (2, 3-j;^Dn7x-fl/) tr^y^v, 
4- (3, 5-»;^h*s/7x-^) tf/^ys^v, 
4- (3, 5-y^f;b7x-;i/) tf^y^v, 

4- (3, 5-^DD7i-;i/) tf^y^/V, 

4- (2, 6 h^i>-7x^;i/) t:^ijj?;, 

4- (3, 4, 5-h'J^b^ri/7x-;i/) fcT^US?;, 
4- (^7^t 1 tf^y^v, 
4- (^-7* 2 -^r;i/) tr^y^v, 

4- ( 6 h^r>>-^7^ 2 ->f tf^y^/V, 

4- Cb] ft7x>-2->f;i/) tf^yy/, 

4- (/Oy [b] y^y-2->(ji) \±mVJ. 



ffi§E#2 001-3106273 



11-166160 



4- (4 -^;i/^-n/<>^;i/) -3, 6 Kn- 2 h- t°y l -4)1 

> 

4- (4-^UD'f>^) -3, 6 -s;^ Kn- 2 H-try 1 ->f 

4- (4 -yn^E^O^;!/) -3, 6 Kn- 2H-KTU l ->f;^ 

4 -:7x— 3 , 6 Kn- 2 H-bru i --f ;k 

4- (4-7;wn7i-;i/) -3, 6 -^t: Kn- 2 H- t°y Vy- l ->f/b 

[0 0 3 2] 

4- (4-^nn7x^;i/) -3, 6-ytKn-2H-^'jj7>-i->r^, 

4- (4-7*n ! E7i^) -3, 6-^tKD-2H-tfUi;>-l-^;i/, 
4- (4 h^i/7o:^;i/) -3, 6 - V tl K H - 2 H - fcT U V > - 1 - -Y ;i/ 

4- (4 - ^^-jvy -3, 6 -s;t: Kn - 2 H-n°y 1 -^f;i/, 

4- (4-h'j7;i/tn^f;i/7x^;i/) -3, 6-s?HKn-2H-tru^> 
- 1 ;k 

4- (3-^on7i-;i/) -3, 6 Kn- 2 H-fcfy i ->f /b, 
4- (3-7;i/tD7x-;i/) -3, 6 Kn- 2 H-tfy l --r;i/ 

4- (3-h'j7Mn^f ;i/7xr;i/) -3, 6 -yt Kn- 2 H-try 
-i--f;w 

4- o-yn^?!-;!/) -3, 6 -s;t: Kn- 2 H-tTu 1 

4- (3-^h*»>7i-^ -3, 6 Kn- 2 H-tT 'J 1 - -f ;i/ 

4- (3 - *^K7 -3, e-sfn Kn-2H-trus;>-i --ok 
4- (2-7;WD7x-;i/) -3, 6-i/'tKn-2H-tfU^>-i->f;i/ 

4- (2-^DD7x-/I/) -3, 6 -^H Kn- 2 H-tfy 1 --f ;K 

4- (2-7*D ; E7x-;i/) -3, 6 — H Kn — 2H — tfUJ?>— 1 — f ;K 



ffi£E#2 001-3106273 



4f ¥ 11-166160 

4- ( 2 -^f^7i-^ -3, 6 — ^ t: F n — 2 h — n* u ^ > — i — -Y ;w 
4- (2 h^ps/^i— -3, 6-s;fcFn-2H-tf'j^>-i--f;i/ 

4- (3, 4-j;^nD7ii;i/) -3, 6 Kn - 2 H-lf u i - 

4- (3, 4 -y*?-fyyx.— ;b) -3, 6-s?t: Kn- 2 H-try l - 

[0 0 3 3] 

4- (3, 4 h^re/^ni— -3, 6 Kn- 2 H-tfU 1 

- ;k 

4- (3, 4-)lf l/>W'>7i-A) -3, 6 -S?t KD- 2 H - fcf U 

>- i ->f 

4- (2, 3-^h^fJ/7i-^) - 3, 6-^tKn-2H-lfU^>-l 

- -f ;k 

4- (2, 3 -v^^f-^y x— ;W -3, 6-s;t Kn-2H-t:u^>- i - 

4- (2, 3-^DD7i3) -3, 6 - P \L Kn - 2 H - fcT U VZs ~ 1 - 

4- (3, 5 -V* b^risy jc — ;b) -3, 6-S?fcKn-2H-fcTUS?>-l 

4- (3, 5-Wf;i/7i3) -3, 6 -SJfc Kn - 2 H - tT U 1 - 

-OK 

4- (3, 5-^^DD7x-;i/) -3, 6 - Kn - 2 H - If U - 1 - 

4- (2, 6 h^J/7x-^) -3, 6-s;t ko- 2H-hTU 1 

4- (3, 4, 5 - h U J* N^rS/^a:— -3, 6 - V M Kn - 2 H - fc° U S> 

> - l - >f;b, 

4 - 7 # V > - 1 - ;b) - 3 , 6 - V n K n - 2 H - \f. ij > - 1 - ^ JV 

2 6 £$E# 2001-3106273 



#3*1 1-16 6 16 0 



4- {±w 2 -4 -3, 6 Fn- 2 H-b^u i --r;i/ 

4 - ( 6 - * h 3f !7 # 1/ > - 2 - >f ;]/) - 3, 6-^tlKD-2H-H°U^ 

> - l - 

4- [b] ft7i>-2-^f;i/) -3, 6 -V\L KO- 2 H - tf U 

> - i - >f ;k 

4- Cb] y^> - 2-4 )D -3, 6 -^n Kn- 2 h- t°u 

1 -4)1. 

4- (>r > K-;u- 2 ->f - 3, 6-^t:Kn-2H-tfy^>-i--f;i/ 

[0 0 3 4] 

4- c^-7# 1 ->r;i/) bf^us^y, 
4 - (^^# u>- 2 if^y^v, 

4 - 7 # U > - 1 - 4 ;b) - 3 , 6 -i/t K □ — 2 H — H° U £/ > — 1 — 4 )i> 

4 - b>- 2 -^f;i/) - 3, 6 Kn - 2 h- t°u l 

R 7 tint Tffi^"T?^3ft«SjW* Uv\, 
[0 0 3 5] 
[ftl7] 
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[0 0 3 6] 
Utl 8) 



P R 12 




[0 0 3 7] 

Ra, Rb, Ret LTii^_h{C 0 ~ 3 fi^Ltt) J: < , zfcSSjgC^ 7yi§ 

— «5£ (i) ©»*Lv^iB«ii:LTtt, ^^©-ft^^Ptf e>ns. 

[0 0 3 8] 



mil#2 001-3106273 
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[ft 1 9 3 




[0 0 3 9] 

2 9 2001-3106273 
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[0 0 4 0] 

-jrss (i) (Dit^m^^-a-m^, (i) tc^*4xs*»re^«j, &<bt>*ic 

[0 0 4 1 ] 
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11 — 166160 



Ut 2 0 ] 




Ra I II 

r/ < 



OH 



H-R 



^3 



W^R 7 



Rh rV 
Rb-^r 




Ra 



Rc 



r/ ° 




*Rl 



OH 



( i, x=oh) 



o 



B 



H-R 



A O 



2 



^ R 



Ra 




R- 1 



Rc 



OH 



.w^ ^ R 

V 




Rc 



OH 



O 



4 



Ra. 




Rc 



7^o 



OH 



< r, x=oh) 

,w^r 7 

v 

Ra 

»T ' i 

Rc 6 O 



H-R 



-W^R 7 



Ra 




Rb— . ^ 



Rt 



Kc 



O 



V 

"V 

Rc 

( I, X=OH) 




Oil 



[0 0 4 2] 
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Ut 2 1 ] 



o 



H - Rl + aJI^a 

5 



o 

5 




Ra t 
Rb — 



Rc 



OH 



Ra. 




Rb TT -j 



Rc 
( I, X=OH) 



Rl 



OH 



E 




( I, X=OH> 
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[0 0 4 3] 

m (2) £0Jxfolzm<. H-R 1 <fc£;£S£ CRISTA) , H-R 1 

i:, imz8mm*m-t2>2, z */-?u Ay m (2) ^o^tc^<, 

7i;-;i/» (1) £tf)£/£tcj:3#& , 7x7-;i/S§#fl: ( 

1) fc, 1, 3-«il?:^2-^n;V>i (5) £<Dfcfc<D^ H- 
R 1 £<Z>RJ&-MfW #*>*lS£/**»'(7) CRJG&5SC) , H- 

R 1 ill, 3-&tCflBjfcg&f#o2-7 r n/<7>SI (5) k.<DBL&<D& 7i; 

(1) iKO^lS&fTV^ #e>n*^«J (7) &Mjtt&J3& 
5£D) , :7m/ (l) t3-7U^n7>f K©«fc^K:, 3&jcflBH 
I^o7'JM^« (9) iK7)MJtST^f e>ftS£j£i» (10) ©xsK^rS/ftS: 

Lfc#*>, — jK^; (I) ©ft^ft&^)St«fe«)ffl*iSU:, ^ti^tcps^sns 

#fC, #3*?gttfc— JKSJ (I) (Dit&QB (X = OH) fcfc, TIBWiKf&SSF, G 
, H, I, J, K, LCDJc^JCLT-^^-rSifc^^SS. 
[0 0 4 4] 
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lit 2 2] 




G 




( I, X=OH) 



H 



H-R 1 



,W^R 7 



Ra 



Rb 




Rc 



OH 



v 

Ra 

^R J 

on 

( I, X=OH) 




[0 0 4 5] 



ffi$E#2 0 0 1 - 



3 1 0 6 2 7 3 
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[ft 2 3 ] 



Ra 




Rc 



OH 
( I, X=OH) 

resolution 



+ R*-COOH 
Rl n 



R> 




Rc 



Rl 
OCOR* 



12 



W^R' 



Ra 



Rb-j7 




Rc 



Rl 
OCOR* 



12 



Ra I H 




Rc on 

( I, X=OH) 



Rl 



Ra 



W.^ R 



R J 




Rc o 
7 



asymmetric reduction 



Rl 



W - R 



Ra. 



Rb-£ 




y^o* 

Rc OH 
(1, X=OH) 



'Rl 



K 



AV_R' 



■v 

y^o 

Rc 




Of! 
( I, X=OH) 



Rl 



R*-COOH 
11 



crystalJyzation 



Rc 



,w^R 




*R1 



OH 
( I, X=OH) 



,W^.R 7 



Ra. 




R 



y^c 

Rc Oil 
< I, X=OH) 



RCOOH 
Rl 13 



,W_R' 



Ra. 



Rb^r 




Rc 



R1 
OCOR 



14 



enzyme 



.W^.R 7 

v 

y^o^Y^ Ri 

Rc OH 
( I, X=OH) 




Ra 



W^R' 



R J 



Rb-;r 




Rc 



14 



Rl 
OCOR 



[0 0 4 6] 



3 5 
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3) iiH-R 1 i:<B£j&lCj:£#S£ (filSiCF) , 7i;-;i/|^ (1) fc, 
l&KJffi«3S&^S#3*?gftfc2, 3 -3itf**/7nrtynm# (2) £<Z)£ 
h-r 1 i:SJS$t§M CKJE&SSG) , H-R 1 3fc3*?S1£fc i & 
tCJK«SS:^"re2, 3 -XJK^S/^D^>SH#* (2) 7 a: ^ 

(l) fcSlfcS-tfS^SS CRJSsSH) , & ( I ) ^Sti-S^-fe ^« 

(11) £$g^3i±> (1 2 

) icsg&o&tfe* ffi&it&z^itti^&vu'Thif^? 4 — j&iftc «t y , 2o© 

W# (7) *^;bfcU#> F£^T*^§n;i-£#& (SlS^J) > ^ ( 

i) -vmzftz>^±$m&<tia£.. ytmts&teii frrt>wt (id t©rM&4 

K) , 5* (I) TfH3n55t^^«S, *^/sK>Hfc«l^lSJCj:»;, V^o 

XtfzMRJR^-e&S— JKjS (I) TfBSiS^M, NiOi^tC^ 

[0 0 4 7] 



tfJIE# 2001-3106273 
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[ft 2 4 ] 



M 



N 




( I . X=H) 



[0 0 4 8] 

7zi;-jvnm{fc (i) in, smzmmm&^^itmmm^n^^u^ym 
mfo (i 5) ii<DKmiz&*jtpmib a 6) fc-a-^u ^©^r^ d 6) 
-r 1 £.zmmn<D&&TM&z-&z>ji& (blr^m) h-r 1 i, 3 

(17) £^j&u 3©^r^ (17) t7i;-«ft (1) t^mmmcD 

©j^fc, x = OHt'fe§-K (i) (Dfb^^^^#f 

[0 0 4 9] 



ffiSE#2 001-3106273 
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[ft 2 5 J 



O 




[0 0 5 0] 

m^R 13 itr;i^jvm^-t a x = oht^5-i^ (i) oft^ftotKn 

=¥S/|£S:ffiliftM©#^T, 7^*/bfttSIi:K:J:»J, X#7;i/n=*S/3l©ft-£ 

(I) Tf^StlSft-^*©^^, R 7 -Q-R 9 lC£tt5Q 

*«CO»5VWiCH 2 Tf&Sft^fttt, £J&5£P©J:-)IC, #;i,7tf>^i§## ( 
1 8) A^lifSit^t^S. 
[ft 2 6 ] 




( I ,Q=C0) 




< I ,Q=CH2) 

[0 0 5 1] 

XJltfymWtmi* (18) £7^ Kft£!f©#&T, H-R 9 

jcj:»j, rsK# (Q = co) sp>ic, ^tiSrit^s 

jSiCtf-T^tCJ: U, 7^y# (Q = CH 2 ) $:^t§3i:^T*f 5 CSJSjS 



ffi$E# 2001-3106273 
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P) . ffiv*57$ Kfltffffc UTtt, i?i<'t?n'\3ri/jV3}j\/j$Z?4$ F (DCC) 

, i/r;';>i^'xf;K ^7i-;i/'j>i7^F (dppa) , 1, i* 

;btff-;i/tf*- i H->f ^ #V-;i/ (CD I) , l-x^;i/-3- (3 
;i/T^ y y°nn°;b) jjjitfvj s. Vi&mm. (wsc) &£#&tf f ^;ft£o 

[0 0 5 2] 

jKj&ssa, b, d, e. g. h, m, NT*mmzft2>-7 -jimmfa en 

<Dft, R 7 : -Q-R 9 X'^ti^it^mit, TfHH/^^Q. R> ScDJ:? 
[0 0 5 3] 
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Ut 2 7 ] 




[0054] 

7i;-«# (i, q = co) it. ijjitfymmmik (19) tc, K 

-&c r ^ FikMt bxii, n^^r>>;b^;i/7j?^-r ^ K (dco , i/r; 
U>^^x^;i/, , i/'7i-;v'J>i7^F (DP PA) . l, i* -jtjjitf- 
;i/tfX- 1 H-4 $ (CD I) % 1 3 - (3-^^^-;i/T^ 

y^nnvi/) ^;i/>j<^-f ^ Ki&^±& (WSC) (MJ&65SQ) = 

7i;-;bifft (1, Q = CH 2 ) It 7U*ft(2 0) £^#JIC £ y 3S5b 

, Q=S0 2 ) tt, ^^^i^nUFilft (2 2) (CH-R 9 &WMffl%m 



ffi$E# 2001-3106273 
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o 

£j£s£A, B, D. E. F, G. H, I, J, K, L, M, N, OT^ffl^tl 
[0 0 5 5] 



ffi$E#2 001-3106273 
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[^28] 




[0 0 5 6] 

ymmfo (2 4) m^m\z^^mt^^m. %>&w±T*Jit&m. hv? 



ffi$E# 2001-3106273 
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T "J V j] )\st$* 1/ V - V (DEAD) , V ZfU fcf JVT \?V1tfr'&* V U - h 

(DIAD) &£#&&:f<b;ft<5o 

M^^uco^e)^ i , 2, 4 -x^wTV-jimmmt. tjjnnymmmfa 

(19) fcfc Kd=*W $ y# (2 6) K^M$:M VM^^$i±, ffc^ife ( 

^^^;v©<i:e>^ i , 2, 4-t^t^7!/-;bi#ft», - h u ;i/S§## ( 

2 9) t. n yZM^ZSit^m (3 0) (3 

[0 0 5 7] 



ffi$E# 2001-3106273 
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Ut 2 9 ] 



w 



X 




[0 0 5 8] 

fci&jS;w<D£z)te i , 3, 4 -^-rvr^-^mmm^ tF7!/>ft (33 
) zmtmx^xyfcL. it&m (34) nLt& itotm (35) tm^b 
zmft&m-t z> mz & v^mv^s. m^bTti, n-y>^> sift 
-vyftEtf&tfbnz. &m^,x(Dm^r^-Ammmt. (37) 

il^T^ Kffc^Mfc (3 8) ^M^CL, 
[0 0 5 9] 



ffi$E# 2001-3106273 
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Ut 3 0 ] 



Y 



Z 




[0 0 6 0] 

fcj&j%Y(D£5te^ v3rW-)vnmmt. tKn^w^^ (40) 

£i:lcj:»J-&fftT?£§ 0 BtaKSfffcLTtt, ^'J'J>i, MfcU^, H^bU> 

^zcj^fctf^vf-^SNMfcW:, mswf>ikik&m (4 2) ilTir^l/ 
(4 3) &jHg-£<*i±ft-£*& (4 5) tlfei, (I I) V>*0^ 

[0 0 6 1] 



m$E#2 001-3106273 
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, -fen h->^B»tt©|jfrjRe3t©«IB»SK:ff^^Jc^s^*l6^^<fcy 

(OCD) , /tny^psw, *fc#*3c» 

^Mfttisflmstw. jbas, ifi^s; #Mwtxh^» 

* (PTSD) , ^0^. #Hg*f, 7^yA>f7-», SKfclHf*, ^ 

jfiU±j!£, ¥?»BM^ 7 W -t^ > ^T'-r (feeding diso 

r d e r s) , frffiU«fM«fe «fctfffi«F^», b tf JC^M«*JCfe 

«a; (i) <Dit&®x&m¥±mn2tiz*<Dmma&*i£#n j *-tz>z.£.z& 

iC, *«PS^©»-^tCtt 1 HCDffi-^JItt, 0. 01~100mg/kg, ^ 
L<it0. l~lmg/kgt^y, iPS#©i^CliO. 5~10mg/k 
g, ^Klil~5mg/kgm IP, M^t^^P (Mi: 

[0 0 6 2] 

me>o©@^T', f-©MIi:bt, *fettffi©^SRSI 



ffi$E# 2001-3106273 
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[0 0 6 3] 
[0 0 6 4] 

mn&i&m i 

(S) -l - (4-yj'>^;i/t^r->^>y (b) y^y- 2 JVJjJitf-Ji 
) hTa U s;> 

(s) - l- (4 - 1 Kn^i/'O »y (b) y^y- 2 ->r;b^;i/^-;i^) t? 

D'jy>l. 3g©DMFM3 0mlC»'J'?A2. 2g&£>*(S)-^ 

1 H-NMR (CD 3 C1) 8:1. 93 (penth, J = 6. 4, 2H) , 
2. 00 (penth, J = 6. 4, 2 H) , 2. 79 (dd, J=4. 9, 2 
. 9, 1H), 2. 93 (t, J = 4. 9,. 1H) , 3. 3 8-3. 4 3 (m, 
1H) , 3. 69 (t, J = 6. 8. 2H), 3. 92 (t, J = 6. 8, 2H 
) , 4. 08 (dd. J = 1 1. 2. 5. 8, 1H) , 4. 36 (dd, J = l 
1. 2. 3. 0, 1H) , 6. 00 (d. 8. 3, 1 H) , 7. 15 (d. J = 
8. 3, 1H), 7. 28 (t, J = 8. 3, 1 H) , 7. 47 (s, 1 H) 

[0 0 6 5] 

(S) -4- (4 - ?v i/Vjyyt^Z/^y^J (b) y =7 y - 2 - >f ;i/;fr;i/yK— ;i/ 
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4 - M. Ka3f S/'OV (b) 77>- 2 ->f ^^sfcU >(Z) DM F?§?£?& 3 0 
mUlOMHniTU 3 0#HSi#Lfc. d*UC (S) -^US/^y 
^U-h3. 4gfflDMFMISl 0ml$:ftlx3 0^r4t^l, TKtfUC&V^ 

1 H-NMR(CD 3 C1) 8: 2. 81 (dd, J = 4. 9, 2. 4, 1H 
), 2. 96 (t, J=4. 9, 1H) , 3. 4 2-3. 4 4 (m, 1 H) , 3 
. 7 8 -4. 0 7 (m, 8H) , 4. 09 (dd, J=10. 8, 5. 9, 1H 
), 4. 40 (dd, J = 10. 8, 3. 0, 1 H) , 6. 69 (d, J = 8. 
3, 1H) , 7. 16 (d, 8. 3, 1H), 7. 32 (t, J = 8. 3, 1H 
) , 7. 4 4 (s, 1 H) 

[0 0 6 6] 

(S) -4-^'JS/y^M>y (b) 77>-2-jj;i/^>j^f;vx7, 
4-hKn*i//<>i; (b) y^y- 2 -^j;i/^>^^^;i/a:^^;i/3 . 6g 

©N, N-y^f;i/*M7U* (DM F ) M60mli: (S) -tfVi/VJV 
JZ/U-bS. 1 g&tfGfcBfcj&V *A6. 5 g & JO*. Affile T 8H3f|RfSt#l/fc„ 

1 H-NMR (CD 3 CI) 8 : 2. 82 (dd, J=4. 9, 3. 0, 1H 
), 2. 96 (t, J=4. 9, 1 H) , 3. 41-3. 45 (m, 1 H) , 3 
. 97 (s, 3H), 4. 09 (dd, J = 10. 8, 5. 9, 1 H) , 4. 4 
0 (dd, J = 10. 8, 3. 0, 1 H) , 6. 69 (d, J = 8. 3, 1 H) 
, 7. 22 (d, J = 8. 3, 1 H) , 7. 36 (t, J = 8. 3, 1 H) , 7 
. 6 8 ( s , 1 H) 

[0 0 6 7] 
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4- (8-^jr'>-2H-^D^>-3->f;i/ji;aijl/) U > 

8 - * hdpi/-2H-^n^>-3 10. 0 g©DMF»2 0 

0miich'jxf;i/7^>8. emiWi/yy'J^t^fMO. OmU 

1 H-NMR (CDC 1 3 ) 8 : 3. 69-3. 78 (m, 8H) , 4. 94 
(s, 2H), 6. 60 (s, 1H) , 6. 71 (d, J = 5. 2, 1 H) 6. 
8 7 - 6. 9 0 (m, 2 H) 
[0 0 6 8] 

mw&mw 5 

4- ( 8 -m Kn^r->- 2 H-jy y- 3 -^;b7tj;i//^— ^ivftyy 
4- (8-^ h^ps/- 2 h-^ >- 3 ->r;i/*;i/^— ;i/) ^;i-fovy3. 

5 g©&fl:*^ 7 OmHC-7 8°C-e^*^l:^^*9. 5 g IriTbfc 

mm & b*?5feife*i*««Bft v * s/ * a T*se« l *m £Mj±W£ir £ 3 ^ 

1 H-NMR (CDCI3) 8 : 3. 69-3. 73 (brs, 8H) , 4. 
95 (s, 2H) , 5. 83 (brs, 1 H) , 6. 61 (s, 1H) , 6. 6 
5 (d, J = 7. 3, 1 H) 6. 83 (t, J = 7. 3, 1 H) , 7. 89 (d 
, J = 7. 3, 1 H) 

[0 0 6 9] 

(S) -4 - (8 - yU j/V 2H-^P*>-3 -JJbilfriR — M 
^JlfoV y 

4- (8-nKD^^/-2H-^n^>-3->f;i/^;i/^;i/) ^;i/^u>3 

. 3gIiij'J>)A3. 5 g&tf (S) -yj 2/1/- h 3. 3g&JSV* 
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*H — NMR (CDCI3) 8:2. 74 (dd, J=4. 9, 2. 4. 1 H) 
, 2. 91 (t, J=4. 9. 1 H) 3. 3 7 - 3. 3 9 (m, 1H) , 3. 6 
9-3. 73 (brs, 8H) , 4. 03 (dd, J = ll. 7, 5. 8, 1H 
), 4. 11-4. 13 (m, 1H) , 4. 28 (dd, J = ll. 7. 3. 4 
, 1H) , 4. 94 (s, 2H) 6. 60 (s, 1 H) > 6. 75 (d, J = 7 
. 3, 1H) , 6. 87 (t. J = 7. 3. 1 H) , 6. 91 (d, J = 7. 3 
> 1 H) 

[0 0 7 0] 

8 h^r->-N, N-i?*?-;is- 2H-?P*>-3 - j] fl/tf*rV ^ K 

8-^h^ri/-2H-^n^>-3-*;i//K>i8. 0 g, h'JiW^ 
14. 0mlM^T;'J>^^xf;i/8. 2 m 1 &#V*J8C*^/ifcM4 fcfiPBICD 

1 H-NMR (CDCI3) 8 : 3. 83 (s, 6H) , 4.. 84 (s, 2H 
) , 6. 45 (d, J = 8. 3, 1H) , 6. 50 (d, J = 8. 3, 1H) , 
6. 99 (s, 1H) , 7. 13 (t, J = 8. 3, 2 H) 

[0 0 7 1] 
If^nJ^II 8 

(S) -8-trV*/*?fl/**i/-N, N-^^f;i-2H-^D^-3-^ 
8-* h^i/-N, N-V*^Jl - 2H-^0^>-3 -Xfrtf^iJ-S K3. 

2gs^»-)ii 1. 0 g zm^mwiamms t.m&<DRj&Wttt*ff e>r 

tic<k i ;H^Mft3. Og£^fc„ ^©HfiMifflDMFM5 0 ml tci 

^#y?A3. sg&o* (s) -^y*/^;j/i/-M. 8g£#nA, ^mic 

fM^i:LT§fc„ jftj^i 1 5-1 1 7°C 
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[0 0 7 2] 

mn&mm 9 

4 -^>s?;m-*s/- 1 h->t > F-;i/- 2 -^j^^^^erci^^ai^T 1 -;!/ 1 2 

. OgfflDMFMl OOmUC^iftth^Al. 6 g $riU^-, 1 0 

1 H-NMR(CDC1 3 ) 8:1. 39 (t, J = 6. 9, 3 H) , 4. 06 
(s, 3H) , 4. 35 (q, J = 6. 9, 2H) , 5. 22 (s, 2 H) 6. 

66 (d, J = 7. 8, 1 H) , 6. 98 (t, J = 7. 8, 1H) , 7 4 0 ( 

t, J = 7. 4. 1H), 7. 45-7. 51 (m, 6 H) 
[0 0 7 3] 

mw&f&m i o 

4 -\l Kn^->- i -fm-J y F-;i/- 2 -fijitfyM^fr^x^-fr 
;H3. 0 g ©x;? ; - ;bM2 0 0 m nc 1 0 %A5 ^^a-IH 1 . 3 g & 

a 

1 H-NMR (CDCI3) 8:1. 40 (t, J = 6. 9, 3H) , 4. 05 
(s, 3H), 4. 37 (q, J = 6. 9, 2 H) , 6. 52 (d, J = 78, 

1H), 6. 95 (t, J = 7. 8, 1H), 7. 19 (t, J = 7. 4 1 H) 

, 7. 41 (s, 1H) 
[0 0 7 4] 

mtt&j&m 1 1 

4 -^yv^Tt^-i/- l - ->f > F-;v- 2 
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4 -KyV)\j**ri/-4 y K-;v- 2-A;i/#>Sif;nxf;i/ 10. Og 

! H-NMR (CDClg) 5:0. 89 (d, J = 6. 3, 6H) , 1. 39 
(t, J = 7. 3, 3 H) , 2. 22 (penth, J = 6. 3, 1H) , 4. 
2 5-4. 4 2 (nu 2H) , 4. 35 (q, J = 7. 3, 1 H) , 5. 21 ( 
s, 2H), 6. 54 (d. J = 7. 8, 1 H) , 7. 00 (d, J = 7. 8, 
1 H) , 7. 20 (t, J = 7. 8, 1H) , 7. 33-7. 1 (m, 5 H) 
[0 0 7 5] 

mm&mm 1 2 

4- bFnjr->-i- (2 -*?-jv7u tf;i/) ->f > 2 -#;i/ri?>^x 
^x^;vaix^;i/6. 0 g&l£l 0%/I^^^A-^O. 6 g &mv\ 

o 

1 H-NMR (CDClg) 8:0. 89 (d, J = 6. 3, 6 H) , 1. 40 
(t, J = 7. 3, 3 H) , 2. 21 (penth, J = 6. 3, 1 H) , . 2 

5- 4. 42 (m, 2H), 4. 35 (q, J = 7. 3, 1 H) , 6. 49 (d 
, J = 7. 8, 1H) , 6. 96 (d, J = 7. 8, 1H) , 7. 16 (t, J 
= 7. 8, 1H) , 7. 4 2 (s, 1 H) 

[0 0 7 6] 
MM-£J£#I 13 

3-?Dd-6-* b^r^-N, N-V^^-)\yKy-J (b) 2 - # 

J. Med. Chem. 1992, 35, 9 5 8 - 9 6 5 tCfa^tf);fr&;{Cfi^ 
n- 6 hapS/-/<>!/ (b) ^^-^x>- 2 -^j;i/^>^7. 0gtf)f*j3. 
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og&, THFtfi, vt^jvy ^yi&Mi&Jktf hv^?- fry ^ytfcfo 

£ IZ J: y 1 . 9gS»^«fclT«fc. 

1 H-NMR(CDC1 3 ) :3. 09 (b s, 3H) , 3. 12 (bs, 3H 
), 3. 89 (s, 3H) , 7. 10 (d, 1H, J = 8. 8), 7. 26 (s 
, 1H) , 7. 71 (d, 1H, J = 8. 8) 

[0 0 7 7] 

mn&mw 1 4 

(S) - 3- ^PP-6-y'Ji/yW^-N, N-^^^;i/^>y (b) * 

3-?nn-6-^ h^i/-N, N-^^^-;i//<>y (b) ^;f:7x>-2- 
A^I/stf*^ Fl. 9 g &ftffc*^U> 1 0 OmlC^L-7 8t;{C#£|JL£: 

1 H-NMR (CDClg ) :2. 80 (d d, 1 H, J = 4. 8, 2. 9) 2 
. 95 ( t , 1H, J = 4. 8), 3. 11 (bs, 3H) , 3. 17 (bs, 
3 H) , 3. 41 (m, 1 H) , 4. 00 (dd, 1 H, 5. 9, 10. 8), 
4. 35 (dd, 1H, J = 3. 0, 11. 5), 7. 13 (dd, 1H, J = 
2. 5, 8. 7), 7. 26 (s, 1 H) , 7. 72 (d, 1 H, J = 8. 8) 

[0 0 7 8] 

mm&f&m 1 5 

4 h*ri/*?-n/**i/'<>y (b) ^-yj-y^y- 2 -jjfr-ftym 

4 - * h^ri/^^-JVyt^-i/KyV (b) ^^7x> 83g£THF700ml 

(3 6 3 ml) 5:iTb, 0 TC * T?3BI£=S: _fclf fctfc, - 3 5 °C tC#£|J L fe„ 
&m#x*:rtJ*vyyL* jK/£»T&*fC»tt, *©#^ET*ftBftT? p H 1 £ U 

X H-NMR (CDClg) :3. 55 (s, 3H), 5. 37 (s, 2H), 
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7. 04 (d, 1H, J = 7. 8), 7. 41 (t, 1H, J = 7. 8), 7. 
50 (d, 1 H v J = 8. 2), 8. 36 (s, 1H) 
[0 0 7 9] 

sm&mw 1 6 

N, N-^*^;i/-4 h^ist^JlX^isKy -J (b) ft7i>-2 -jj 

IS^l 5Wc4 h^S/^^;V^^rS/^>y (b) 5^7cc>-2 
-#;i/tf>^9. 6 g £^*^;b*;i/AT ^ K 7 5 m 1 lCjg#U 

J U>^^x^-;i/l 0ml £2fD;l, SMT? 3 B^ISfSSfliLfc. MT. 
*.SM£ (PHI) ULt^ 4 5lC , e5l||ijIS#bfe > 

x^T?3[m#fffiU lil?:*«l?^^9At«U »ift«l*JEET» 

^-NMR (CDClg) :3. 17 (bs, 3 H) , 3. 28 (bs, 3H 
), 6 .76 (d, 1 H, J = 7. 8), 7. 23 (t, 1H, J = 7 . 8) 
, 7. 3 6 (d, 1H, J = 7. 8), 7. 81 (s, 1 H) 

[0 0 8 0] 
Mf^J&M 1 7 

(S) -4 -jfU N-^'^^;i/^>^ (b) ^^--7ji>-2 

N, N-i/^f;b-4-bKn=3ri/^f;vt^i/^>^ (b) f 1 ;*- ^ :c > 2 - 

K9. Og©DMF10 0mlMt:, ^SI*'J^A8. 0 g 

££fc (s) -y;s/^;*/i/-h8. o g &j&in*.fcffe, 6 0°cict2J$ 

L H-NMR (CDC1 3 ) : 2. 81 (dd, 1 H, J = 2. 4, 4. 9), 
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2. 96 (t, 1 H, J = 4. 4), 3. 00-3. 21 (bs, 6H) , 3. 
4 4 - 3. 4 8 (m, 1 H) , 4. 08 (dd, 1 H, J = 5. 8, 11. 2) 
, 4. 41 (dd. 1H, J = 2. 4, 11. 2), 6. 76 (d, 1H, J = 
7. 8), 7. 32 (t, 1H, J = 7. 8), 7. 45 (d, 1 H, J = 8. 
3) , 7. 7 3 (s, 1 H) 
[0 0 8 1] 

mm&tftM 1 8 

(s) -4- (4->rv*/i?fr**i/'<y)/ (b) 2 
— u y 

4-* h*t/* i ?J\'yt*ei/'<yy* (b) ^yf7x.y- 2 -jjjv-tfyms . 5g 

1 6 hmmc>fcfommz.£ y, 4- (4-yuj/^t*i/'<>^ (b) ^^-^ 

«W»2. 0g5:M^, (S) -^yj/S?A/;j/l/-N2. lgtl^Ml 

. X H-NMR (CDC 1 3 ) : 2. 81 (dd, 1 H, J=l. 9, 4. 8) 

, 2. 97 (t, 1H, J=4. 8), 3. 4 2 -3. 4 8 (m, 1H) , 3. 

8 6 - 3. 9 5 (bs, 8H) , 4. 05 (dd, 1 H, J=5. 6, 11. 2 
), 4. 43 (dd, 1 H, J = 2. 9, 11. 4), 6. 77 (d, 1 H, J 

= 8. 3), 7. 33 (t, 1H, J = 7. 8), 7. 45 (d, 1H, J = 7 
. 8) , 7. 6 8 (s, 1 H) 
[0 0 8 2] 

mn&f&m 1 9 

(s) -1- (4-trvz/i?n/***/'<yy' (b) ft7x>-2-^;i/jjM 

4-ilh^^f^J/'<>y (b) f^7i>-2-«>Sl3. Og 

, tfou^>o. 7 5 gRvn/Tj u >ie^x5 L ;i/2. 5 g &mv\, M^-a-^M 

1 6 hlH^MJSi^lCj: 1- (4-^'Ji/i?;i/t^M>!/ (b) ^7 
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fcl^I«(Z)iRjSSf^S:ff "5 IttCJ: U. 0. 4 5 g lt# 

1 H-NMR(CDC1 3 ) : 1 . 98-2. 10 (b s. 4H) , 2. 80 ( 
dd, 1H, J = 2. 9, 4. 9), 2. 96 (t. 1 H, J = 4. 2), 3. 
4 2 -3. 4 8 (nu 1H), 3. 70 (bs. 2 H) , 3. 87 (bs, 2H 
). 4. 07 (dd. 1H, J = 4. 8, 11. 2), 4. 41 (dd. 1H, 
J = 2. 9. 11. 2), 6. 74 (d. 1H, J = 7. 8). 7. 32 (t . 

IH, J = 7. 8). 7. 44 (d. 1H, J = 8. 3). 8. 00 (s. 1H 
) 

[0 0 8 3] 

mw&mw 2 o 

(S) - 4 -yj S/S?7l/^-^rS/-N-^ b 3r*/- N ^;i/><> yT (b) ^>fr:7 

4 (b) ?-*7 3L>- 2 -*/l/sK>|ft4. 5 g 

, N, 0-i;^^;i/hi Kn*W5 2. 1 g S/7 J U >lft^x^- 

;i/3. 2 g £«vv M^Ji 6 i:ra«©SiSi8f^K: <fc U. 

(b) =f-^rv x>-N- ;* b3^>-N 2 -#;i/3tf3f-9-^ K4 . 0 

g^itti:bT^. £0>»£$iiPtKi»2. og&MVK (s) -^JS/y 

;wi/u-h2. o gtmn&i&Mi £.mm<D)xmmfc$:4foz.Liz£<>j, mm 

1 H-NMR(CDC1 3 ) :2. 78 (dd. 1H, J = 2. 8, 4. 8). 
2. 98 (t, 1 H, J = 4. 2), 3. 42 (s. 3 H) . 3. 43-3. 4 
8 (nu 1 H) , 3. 83 (s. 3 H) . 4. 10 (dd. 1 H, J = 4. 9, 

II. 2). 4. 36 (dd. 1 H. J = 3. 5. 11. 3). 6. 74 (d, 

1 H. J = 7. 8). 7. 33 (t, 1 H. J = 8. 3). 7. 44 (d. 1H 
, J = 8. 3). 8. 40 (s. 1 H) " 
[0 0 8 4 ] 

mn&mm 2 1 

5 6 miiE# 2001-3106273 
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(S) -4 - (2-hlKP3rS/-3 - (4 - » t/> - 2 ->f ;b) hf/^U^' 

Ifi^J3t'ffe (S) -4-^'J^i/>t^i/^>^/ (b) 77>-2- 

^;i/^>^^^;i/^i^-^;i/4 . 1 g©^^;-;i/M7 0miic, 4- (^7* 
i/>-2->f;b) tr^u^^s. 5 g s:^aicTjnA2^rains»3SSKbfc. 

^118-119t 
[0 0 8 5] 

mft&i&M 2 2 

(S) -4- (2-bKP^r'>-3 - (4- (-^-7^ 2 ->f fc^US? 

7) yptf;b^-^-» (b) 77>-2-W>gj 

(s) -4- (2-tKn*$/-3- (4- (^-7^ u>- 2 --r;i/) trxy 
^V) -/n ifjvyt^-iy) ^y^J (b) y=yy- 2 -#;i/3tf 5 
. 6g©^^;-;i/Mi4 0mi(c, 2. OMTkmikfi V v&yk^ffl. 1 0 0 m 
1 StjCWtL, n^lSanJ»*jjKUfc. SJSSMRfcjfc^tcS^ «fififtJCT**?RS:ifc 
-ffi^Lfc ( P H=i) „ r;ft£*nn/ft;i/Z>-*#y-;i4l-£?£^ (2 : 1) t* 

^«(SSiS4. 7g^tMii:bWc 0 l»j&2 3 4 - 2 3 5TC (^») 

[0 0 8 6] 
£*teJ*fl!f 2 3 

(S) - 7- (2-fcKndpS/-3 - (4 - (j-y $ i/y- 2 -^f;i/) bT^'JS? 

(s) - (7-iry*/^t*s/) s<yy* (b) y^y- 2 -#;i//tf>^:n^ 
;i/xxf^5. 3gM4 - (-7-7^ 2 --r;b) tr^';^>3. og^m 

1 H-NMR (CDCI3) 8:1. 41 (t, J = 7. 3, 3 H) , 1. 87 
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-1. 98 (m, 4 H) , 2. 23 (t. J = 7. 3, 1H) , 2. 25-2. 

63 (m, 1 H) , 2. 48-2. 79 (m, 4H) , 3. 05 (d, J = 10 

. 7, 1H) , 3. 05 (d, J = 10. 7, 1 H) , 3. 23 (d, J = 10 

. 7, 1 H) , 4. 10-4. 28 (m, 3H) , 4. 45 (q, J = 7. 3, 
2H), 6. 72 (cL J = 8. 3, 1H) , 7. 21 (d, J = 8. 3, 1H 

), 7. 3 5- 7. 4 9 (nu 4H) , 7. 6 7 - 7. 7 0 (iru 2H) , 7. 
7 5 - 7. 8 2 (m, 3 H) 
[0 0 8 7] 

mtt&&w 2 4 

(S) - 7- (2-KKn^S/-3- (4 - ls>- 2-^;i) tf ^ U V 

J) •fu^jv^t^jy) y<y*J (b) y^y- 2 -Jjjitfym 

(s) - 7- (2-kKn^i/-3 - (4 - {-r-y* uy- 2 --r;i/) tr^y 
i>V) -fnVfryt^i/) ^y y J (b) -y=yy- 2 -A^/jK>iif^iXf^ 5 

. 2 g<Z>*#/-;i/5 OmlMtCl 0%^fb^- N U ^AtK^^5 Oml £;&|J 

1 H-NMR (DM S O — d g )8: 1 . 8 1-2. 20 (m, 4 H) , 2. 

80-3. 17 (m, 2H) , 4. 01 (dd, J = 9. 3, 3. 4), 4. 1 

2 (dd, J = 9. 3, 3. 4. 1 H) , 6. 75 (d, J = 8. 3. 1H) , 

7. 19 (d, J = 8. 3, 1H) , 7. 48 (t, J = 8. 3, 1 H) , 7. 
44-7. 51 (m, 3 H) , 7. 77 (s v 1H) , 7. 87-7. 90 (m 
, 3H) , 8. 0 4 ( s , 1 H) 

[0 0 8 8] 

mn&mm 2 5 

(S) -4 - (2-HKP^r^-3 - (4 - (^7* Uy- 2-4 fr) if^VV 
J) •fU^JV^-^ri/) -lH--f>K-;i/-2-^Jl/!K>j 

4 - \L KU^ri/- 1 H->f > K - ;i/ - 2 -*^/7i?>iftx^-;i/X^'r-A' 1 . 3 g 
0DMF5OmlMlC^iAU^^M (S) - >f V i/i?JV J */ )s- b 1 . 0 
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(s) S/S?;!/***/- i H->f > K-;i/- 2-*;^>ixfMx 

8g5:MMIlfctt#fe 0 iftijl *J-fr 5 Oral tCjg#U 4 
- (i-y# u>- 2 ->r;b) tf^us?>i. 5 g £ 3 muSMtto&ifolsfoVt* 
Sr«JEES*"rszii:JCj: »J, (S) -4- (2-fcKn*S/-3 - (4- (^-7 
* 2 ->f tf^'J^V) y°nif;i/;f - lH->f>M-2-A 
>^:n^;b:n*^;i/ 1 . 4 g ^«MSi:bt!!L (SfL& 115-11 

[0 0 8 9] 

mw&mm 2 e 

(S) -4- (2 -fc KP^P'>- 3 - (4- (-j-y # 2 -^Ql/) fcf^us; 

S»^W9T»fffe4 -ti Kn^r*/ 1 -*^;i/--f y K-;i^- 2 -jjn,tfym 

Xf;H^f;i/4. Og, (S) -1fVi/l?frJ*/U-b4. 5g^4- 
y# 2 --f;i/) fcT^Ui;>4. 3g$:ffl^, If^^ 2 5 £ m&<DRl& 

ift^Srff ^£IC «fc (S) -4- (2 -fc Kn^r*/- 3 - (4- (^-y#l/ 
>-2--r;i/) if^U^V) yo \£)hjr*ci/) - l- - 
l -^^J\y-4y 2 -?u;i/5jf>^x^;i/xx^;i/ 5. 8g^fe„ £*i 

5:X^;-;i/4 0ml{C^b, *40ml, *8ft*'J-9A4. 5 g ZfiUX.. 

o m l an*.* n n*^A-eMbfe. #?>tifc^M«:l&^iASt 

%4. 2g&IffeMilLT#fc 0 
]Rj& 158-161TC 
[0 0 9 0] 

Bm&&m 2 7 
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(S) -4- (2-fc KP3rS/-3 - (4- » U>- 2 ->f fcf/<US? 

y) bf;t/^-^r-» - l- (2 -^^;i/yptf;b) ->f > K-;i/- 2 

IM^Ji 2t^fc4 -n Kn^rS/- 1 - (2 -*^;i^nn°;b) ->f>K 
2 -#;i/>K>^x^;i/x;*-r;i/5. 0g, (S) — *f*)i/V)l>Ji/\/— V 
4. 5g&t>*4- (^-73? 2 --f;b) fcT^'JS?>5. 3g5:MV\ IM^ 

^2 5 tra^OMlSfft^&ff^riliCJ: »J, (S) -4- (2-tlKndPS/- 
3- (4- 2 ->f tf/^U^V) 7n\Zfrit*rS/) -1- (2 

-*^;v^o tf;i/) > 2-*^/jK>lftx^ i n/x^-7 L ^/7. 5 g 

fe 0 itl$:l^;-;H0mnc^b > *30ml, *KftA'J9A4. Og 
^K'l NJftg|*?g?RS:3 Om.lflnjfc*npjfc;fc«kT?$ftffiLfc. #S>*lfc$ftJB& 

mmtism 6 . 7 g «jf&$gji£: itft. 

^-NMR (CD 3 OD) 8 : 0. 8 4 - 0. 86 (nu 7H) , 2. 15 
-2. 2 3 (nu 5 H) , 3. 11-3. 65 (nu 4H) , 3 . 6 5 (nu 2 
H) , 4. 18-4. 25 (nu 2H), 4. 40 ( d , J = 7. 3, 2 H) , 
4. 58 (nu 1H) , 6. 60 (d, J = 7. 8, 1H) , 7. 10 (d, J 
= 8. 3, 1 H) , 7. 24 (dd, J = 7. 8, 8. 3, 1 H) , 7. 46- 
7. 4 7 (m, 4 H) , 7. 7 4 - 7. 8 6 (nu 4 H) 

[0 0 9 1 ] 

l-bFD^W^;-i - (4-^h^S//QV (b) 7 2 - >f ^ 

4 h^rS/'<>!/ (b) y^y- 2-ijj]/tf— h U;i/2. 8 g<2x# y -;b 

ogfein^i. 5^r»^a^L^c ^«*&&»S!ibfe«, 



ffiliEff 2 001-3106273 



11 — 166160 



H-NMR (CD 3 CI) S : 3. 94 (s, 3 H) , 6. 68 ( d , J = 7 
.-8, 1H), 7. 13 (.d, J = 7. 8, 1H) , 7. 19 ( s , 1H), 7 
. 2 6 (t , J = 7. 8, 1 H) 
[0 0 9 2] 

mm&f&m 2 9 

3 - (4 h^ri/sO S J (b) 7^y-2-JJV) - 5 - 1,2,4 
i-tFD*W^;-i - (4 - * h^riy^y^J (b) 7^>-2--r;b) 

^^;i/T^>3. 4g&iMi4 0mi}c^)»b, i 4 i^iains»3asssbfe. s 

1 H-NMR (CD 3 C1) 8:2. 68 (s. 3 H) , 3. 97 (s, 3H) 
, 6. 70 (d, J = 8. 3, 1H), 7. 22 (d, J = 8. 3, 1H), 7 
. 33 (t, J = 8. 3, 1H) , 7. 58 (s, 1 H) 

[0 0 9 3] 

3- (4-HKP^rM>'; (b) 79>-2->f^) -5-^^;b-l, 2, 

4 -*-3p-»*?7!/-;i/ 

3 - (4 h^riy^y/ (b) 77>~2->f^ - 5 -Zf-fl/- 1 , 2, 

4- *W7V-M. 1 g&tFH^-ffc*9*4. 2 ml £^Jj§mi^&M5 

o 

1 H-NMR(DMSO-dg) S: 2. 65 (s. 3H) , 6. 68 (d, 
J = 7. 8, 1 H) , 7. 12 (d, J = 8. 3, 1H), 7. 23 (dd, J 
= 7. 8, 8. 3, 1H), 7. 60 (s, 1H), 10. 30 (s, 1 H) 

[0 0 9 4] 
IS^M3 1 

(s) - 3- (4-yv*/*?n,**ri/'<y\/ (b) 7^>-2-^;i/) -5-* 
^;i/-i, 2, 4 - 7t*W7\r-n/ 
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3- (4 -t: Ko^f (b) y^y-2-jji) - 5 -*?-)V- l , 2 

, 4-^^i;7y-il/0. 75gM (S) -^'JJ/^Wi/U-hO. 93 

g&M^, jtoi^&mi tmm(Dfcfi;mttznoz.£izi: usta-mi^o. 4 5 

1 H-NMR(CD 3 C1) 8:2. 69 (s. 3H) , 2. 83 (dd, J = 
4. 9, 2. 5, 1H) , 2. 96 (t, J = 4. 9, 1 H) , 3. 43-3. 
45 (m, 1H) , 4. 13 (dd, J =11. 2, 4. 4, 1 H) , 4. 40 

(dd, J = ll. 2, 3. 0, 1H) , 6. 71 (d, J = 7. 8, 1H) , 
7. 25 (d, J = 8. 3, 1H) , 7. 32 (dd, J = 8. 3, 7. 8, 1 
H) , 7. 6 2 ( s , 1 H) 

[0 0 9 5] 

^;i/7^ y 

1 H-NMR(CD 3 OD) 8:3. 97 (s, 3 H) , 6. 89-6. 91 ( 
m, 1H) , 7. 11-7. 17 (nu 3 H) 
[0 0 9 6] 

mw&f&rn 3 3 

3 - ( 7 h*c*<"<yV (b) -7^>-2->f;i/) - 5 - 1 , 2,4 

l-nKn^w^y-i- ( 7 - * h^/OV (b) y^y-2-4;i) 

*^;i/7^>3. 3 g?:MV^^^M2 9 H mm<DlxJ&m'E*fto r £ iZ J; »J 

1 H-NMR (CD 3 CI) 8:2. 68 (s, 3 H) , 4. 03 (s, 3 H) 
, 6. 90 (d, J = 7. 8, 1H) , 7. 21 (d, J = 7. 8, 1 H) % 7 
. 25 (t, J = 7. 8, 1H) , 7. 45 (s, 1 H) 
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[0 0 9 7] 

sm&f&m 3 4 

3- (7-bFP^r^>V (b) 7^>-2->f^/) - 5 - * 1 , 2, 

3 - (7 -* h*ri/'<yJ (b) ^^>-2->r;i/) - 5 1 , 2, 

4- m^7 ( 7-M. 7 g 6. 5mUM^jg^M5 
i:^©^^$:^e)r^icJ:U^^^#Jl. 5g&fiftiBSait#fe. 

1 H — N M R (DMSO-d 6 ) 8 : 2. 65 (s, 3H) , 6. 68 (d, 
J = 7. 8, 1 H) , 7. 12 (d, J = 8. 3, 1H) , 7. 23 (dd, J 
= 7. 8, 8. 3, 1 H) , 7. 60 (s, 1H) , 10. 30 (s, 1 H) 
[0 0 9 8] 

mmorf&w 3 5 

(s) - 3- (7 -yu ->^;i/^-^r'>^>y (b) ^^>-2->r;u) -5-^ 

^;i/-i, 2, 4 -Jsr^Vr 

3- (7-tKn^i"0!/ (b) 7^>-2--<;i/) - 5 1 , 2 

, 4-^-^ifi;7 4 ;-M. 5 g&t>* (s) -yy s> v- \» 1 . 8g?: 

^-NMR (CD 3 CI) 8:2. 69 (s, 3H) , 2. 81 (dd, J = 

4. 9, 2. 4, 1H) , 2. 94 (t , J=4. 9, 1H) , 3. 46-3. 

48 (m, 1H), 4. 26 (dd, J = 1 1. 2, 5. 4, 1H) , 4. 46 

(dd, J = ll. 2, 3. 4, 1 H) , 6. 95 (d, J = 7. 8, 1 H) , 

7. 21 (t, J = 7. 8, 1 H) , 7. 29 (d, J = 7. 8, 1 H) , 7. 
4 6 ( s , 1 H) 

[0 0 9 9] 

mn&f&w 3 6 

N' ~ (4 h^>>^>^/ (b) 7?>-2-4 Jljtjfytf—fr) T-fehblF^ 

4 - ^ hdri/^>!/ (b) y^y- 2 -#;i//tf>^4 3. 4 g©THFM7 

6 3 2001-3106273 
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OOmllCl, 1' -tUV^—Jim*- 1 H->f ^ #V-;i/ (CD I ) 3 8. 4 

g&fln*., ^mjct i mmmwvt=. 0 z.<DRj&f&mtz7-t i i. 6 

g phasic immMWLfro jxmmm*yk*iz&gffim^f^&zmmLmm 

X H-NMR (DM SO-dg ) 8:1. 91 (s, 3 H) , 3. 93 (s, 3 
H) , 6. 86 (d, J = 7. 8, 1H), 7. 25 (d, J = 7. 8, 1 H) 
, 7. 42 (t, J = 7. 8, 1H) , 7. 61 (s, 1 H) , 9. 92 (s, 
1H) , 10. 46 ( s , 1H) 

[0 10 0] 

7 

2- (4-^h^r^/<>!/ (b) 7^>-2-W>H/) - 5 -*^JV- 1 , 3, 4 

N' - (4 h^i/K>>y (b) y^>- 2 ->f r-fehtK 
5J?K1 5. 6g01, 2-i/^DDx3!>M4 0 0mli:h'Jif;i/T^> 

2 1mlfeJ:tfhy7i^l/*^7>f>19. 8 g & 5 1C 2: I, 

fe- ^©MlSiSJRlc, i;xf;i/r^i;*;^^i/i/-H (4 0%h;n>M) 

3 3mUl5»miTbfc 0 MjSM5rtfii:l/Tl. 5 B£|fflK£# L 

X H-NMR (CD 3 C1) 8:2. 65 (s, 3 H) , 3. 97 (s, 3H) 
, 6. 72 (d, J = 8. 3, 1 H) , 7. 22 (d, J = 8. 3, 1H) , 7 
. 36 (t, J = 8. 3, 1H) , 7. 56 (s, 1 H) 

[0101] 
CTWJ3 8 

2- (4-HKD3rM>!/ (b) 7^>-2->f;b) -5-*^fr- 1, 3, 

4 -**f-V-*?7 s J-fl/ 

2- (4 h^S/^oy (b) y^y- 2 --f;i/) - 5 1 , 3, 
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4 -**WT)/-)V6. 5 g&Z$ELMitfcVm2 7ml V^^fiKM 5 

1 H-NMR (DMSO-dg ) 5 : 2. 60 (s, 3H) , 6. 71 (d, 
J = 8. 3, 1H) , 7. 16 (d, J = 8. 3, 1H) , 7. 29 (t, J = 
8. 3, 1 H) , 7. 6 8 (s. 1 H) 

[0 10 2] 

mn^mms 9 

(S) - 2- (4 -yj ->^;i/^-^r>>^> V (b) 77>-2-^jl/) -5-* 

1, 3, 4 - w^7!/-;i/ 

2- (4-tKn*M>i/ (b) 75>-2->f)l/) -5-^^;i/-l, 3 
, 4-t*fj;7!/-/I/3. 3gM (S) -^■JJ/^;j/I/-N3. 7g| 

1 H — NMR (CD 3 CI) 5:2. 65 (s, 3 H) , 2. 83 (dd, J = 
4. 9, 2. 4, 1H) , 2. 96 (t % J=4. 9, 1 H) , 3. 43-3. 
46 (m, 1H) , 4. 09 (dd, J = 1 1. 2, 5. 8, 1H) , 4. 42 

(dd, J=ll. 2, 2. 9, 1H) , 6. 72 (d, J = 8. 3, 1H) , 
7. 23 (d, J = 8. 3 > 1 H) , 7. 34 (t, J = 8. 3, 1 H) , 7. 

5 9 ( s , 1 H) 
[0 10 3] 

IMrJ*M4 0 

2- (7-^h^S//OV (b) 7^>-2->f;i/) - 5 -**f-)\/- 1 , 3, 4 

7 - * h^ri/^>l/-7^> - 2 -3))l>tfyM 1 0 g h^H FU77>1 0 
OmliCMl, dtUC 1 , 1* -AM-Jl/^-lH—f^ 1 /-;!/ (CD 
I) 12. 6gi:7thtF7^>4. 0 g &jB;tT, tSt'2^«bfc 0 

Hc£EffiN8U tflttJftttft 19g&#fc. £©$tfPfKJifciK# 19g61, 2 
-i/?Dni3!>3 0 0nillC^)Sl, h'j7iUl/^70 3 9g, Mix 
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1 H-NMR(CDC1 3 ) 8: 2. 65 (s, 3H) , 4. 05 (s, 3H 
), 6. 92 (d, J = 7. 8, 1H), 7. 2 3 - 7. 2 8 (nu 2 H) , 7 
. 5 1 (s, 1 H) 

[0104] 

S^M4 l 

N' ~ (4 - * h^ri/tT-JlTtlris^y^ (b) f^7x>-2-^jl/jj^- 

4 - ^ h^^^fMdfi/^>^f^7x> - 2 -;fc;i/;K>^7 g £5^ h^fc: 
FD77>10 0mlC^U ^*UCCDI7. 3 gfeitfTt F5^"> 

2. 4 g $:in^T> ist'3tiwiifc 0 mm b feMUfcaufc-rs r £ &c «fc y 

, ^®ft-^%3. 9 g £#£ 0 

1 H-NMR (DMSO-d 6 ) 8 : 1. 99 (s, 3H) , 3. 32 (b s 
, 2H) , 3. 51 (s, 3 H) , 5. 37 (s, 2H) , 7. 03 (d, J = 

7. 8, 1 H) , 7. 36 (t, J = 7. 8, 1H) , 7. 52 (d, J = 7. 

8, 1 H) , 8. 32 (s, 1H) 
[0 10 5] 

mw&mmi: 2 

2 - (4 h*i/* J ?J\/**i/'<y*J (b) **7x.>- 2 ->f - 5 - ^ 

^;i/-i, 3, 4-m^7!/-;^ 

N' - (4 (b) ^*7x>- 2 ->T^/A^/3K 

-^/) 7tM:K5S?K2. 4gSl, 2-i;^nnx^>5 OmKC^iU 
h U ~7x.-JlfoX y 4 > 3 . 2g, h 'J ;i/7 5 > 2 m 1 &i&D^*^TtSff 
bfe 0 S^^TV'S^l/jtf^fS/U- h (4 0%hM>M) 5. 2 g fciiUX. 

fcffc, iSt'i^Wlfc. SM^Mtftf, fnn^i/A«bfc„ 
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L H-NMR (CDCI3 ) 8: 2. 61 ( s ^ 3 H) , 3. 54 (s, 3H 
), 5. 38 (s, 2H) , 7. 05 ( d . J = 7. 8, 1H), 7. 38 (t 
, J = 7. 8, 1H), 7. 52 (d, J = 7. 8, 1 H) , 8. 12 (s, 1 
H) 

[0 10 6] 

3 

2- (4 -M KP^rS/^>V (b) ft7x>- 2 -^QI/) -5-*^-;i/-l, 
3, 4 -**3r-9-S?T!/-;i/ 

4 h^2/jl^;i/^-^2/- 2 - ( 5 1 , 3, 4 
^/-2->f;i/) /0!/ft7x>l. 4gM-* (1 : 1) 1 OmllCjSff 
U 8 0rt4^MLfe o M;?££*7Mc&^\ Igifi^iaiLfe. M 

4 g£#£„ 

1 H-NMR (DM SO-dg ) S : 2. 61 (s, 3H) , 6. 83 (d, 
J = 7. 8, 1H) , 7. 3 2 (t. J = 7. 8, 1H) , 7. 44 (d, J = 
7. 8, 1H) , 8. 07 (s, 1H) , 10. 44 (bs, 1 H) 

[0 10 7] 

N' - (4 - 1 H-^f> F-;i/ - 2 - ^fMM-;b) 7t h 

^*^rif ( 1 : 1 ) 2 0 0ml fcSgjgU U 3. 8 g T 

2mmmmmmLtz. 0 ^mm^^iz^. m.wrem&£isfc&. mmx-m-e 

, 4 -KyV)\s*3c*s-<<( y F-;i/- 2 - JH§tfg£ 9 . 0 g 

tc a r©t)fflS*;jlf-^;bAT5 Kl OOmllcSjBU £*ltCWSC7. 6 
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g, H O B t 6 . 9g, hyif;i/7$>7. 0mU7thtF7J?>2. 6 

g&flDAT, tiSteiwife. £/£M£*?Mc&£\ tfrfflbfc*Sil&atJR 

X H-NMR (DM SO— d g ) 6 : 1. 93 (s, 3H), 5. 22 (s, 

2H) , 6. 62 (cU J = 7. 8, 1 H) , 7. 04 (d % J = 7. 8, 1H 
), 7. 11 ( t , J = 7. 8, 1H) , 7. 36-7. 45 (m, 5H) , 7 
. 54 (s, 1H) , 9. 85 (s, 1 H) , 10. 20 (s, 1 H) , 11. 

67 (s, 1H) 

[0 10 8] 
JK*f&J*«4 5 

4 -s<yy;v*3ci/- 2- (5-^;i/-i, 3, 4 -a-fr-fr^y \f-jb- 2 - 
- iH->f> F-;i/ 
N* - (4 -^>y^*^rS/- 1 H->f > K~;i/-2 ->f/l/*;bJK— Ti* 
hnF^^F7. 5g5:fh7tFn77>2 5 0mlML, N'J7x^;i/ 
^X^7^>9. Og, h U If Jl/75 > 6 m 1 &iiMTt*jl#bfc 0 SMV 

tf;brys/^;i/>K^r>>i/- h (4 0°^;i/x>M) n. 7 g fcfliia.;£:« 

1 H-NMR (DM SO— d g ) 5: 2. 59 ( s , 3 H) , 5. 25 ( s , 
2H) , 6. 65 (d, J = 7. 8, 1H) , 7. 07 (d, J = 7. 8, 1H 
), 7. 15 (m, 2 H) , 7. 34 (m, 1H) , 7. 41 (m, 2H) , 7 
. 53 (nu 2 H) , 12. 21 (s, 1 H) 

[0109] 
I^«4 6 

n ' - (7 h*ciss<>y (b) y^y- 2 ->r;i^7j;i/^-;i/) /q^e f-^ 

7 h*M>^/77>- 2 ->f ;i/7j;i/^t: K^S? F l o g £^ n # 

6 8 ffiSEW 2001-3106273 
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^H-NMR (DMSO-d 6 ) S : 4. 00 (s, 3 H) , 7. 08 (d, 
J = 7. 8, 1 H) , 7. 27 (t, J = 7. 8, 1 H) , 7. 35 ( d , J = 
7. 8, 1H) , 7. 4 7 - 7. 6 0 (nu 3 H) , 7. 68 (s, 1 H) , 7 
. 94 (m, 2 H) , 10. 57 (s, 1H) , 10. 76 (s, 1H) 

[0 110] 

2 - (7 h^riy^yV (b) 7^> - - 5 - 7 ji— 1 , 3 , 

4 - jr^VTV-K 
N' - (7 (b) 2 --r;i/^;i/^^;v) K>!/t K 

9^F5. 0g?:Mft->'l/2 0mli:^b, 8 0°CtlWM#Lfc 

1 H-NMR (DM S O - d g ) 8: 4. 02 (s, 3H), 7. 12 (d, 
J = 7. 8, 1H) , 7. 29 (t, J = 7. 8, 1 H) , 7. 38 (d, J = 
7. 8, 1H) , 7. 63-7. 68 (nu 3H), 7. 88 (s, 1H) , 8 
. 1 3 (m, 2 H) 

[0111] 

8 

N' - (4 h^r'>^>V (b) -7=yy- 2 - >f ;!/#;!/ hV7^tP 

4-^h^M>!/ (b) 77>-2-^j;i/Jift K7^F9. 5g©£ft*^ 
l/>M2 5 0mlci*h'J7;i/tniS!!8. 5mUM, ^M(CT2^W 
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*H — NMR (DMSO-d 6 ) 8 : 3. 94 (s, 3 H) , -6 . 89 (d, 
J = 8. 3, 1H) , 7. 28 (d, J = 8. 3, 1 H) , 7. 45 (t, J = 
8. 3, 1H), 7. 66 (s, 1H) , 11. 04 (s, 1H), 11. 70 

(s, 1 H) 

[0 112] 
Ifi^M4 9 

2 - (4 h^rS/'Ol/ (b) 7^>-2->f^/) - 5 - h U y)l*U*?-}V 

-1, 3, 4 -*-3p-» *?r 

N' - (4 hdpS/'Ovf (b) V=yy- 2 — f ;i/A;i/^->/l/) h'J7jl/t 

n7tMiK5i?K5. 2g, h'jxf;br>>7. 2ml, b'j7x-;i/txx 
7 09. o g&tf^x^;i,yy^;ft;i//K3f >>^- h (4 0%hM>»|R) 6 

. 2mi zm^mn&f&ms i nmmafcifomtzfto zmzj: u. 

4. Og^ffe^tlTifc. 

1 H-NMR(CD 3 C1) 8:3. 98 (s, 3H) , 6. 71 (d, J = 8 
. 3, 1H) , 7. 18 (d, J = 8. 3, 1H), 7. 48 (t, J = 8. 3 
, 1H), 7. 95 (s, 1H) 

[0 113] 

5 0 

2- (4-bFD#^>'y (b) y^y - 2-4 )V) -5-hU7;i/ta^f 
;i/-i, 3, 4-^^»yy;-;i/ 

2- (4-*h3r$"0!/ (b) 75>- 2-4)1) - 5 - h U ^;i/^n^^ 
;i/-l, 3, 4-*^i?7 , ;-;V4. 0 gMHMt^H 1 5 m 1 ?:fflV^ 

^H-NMR (DMSO— dg ) 8: 6. 73 (d, J = 8. 3, 1H) , 7 
. 22 (d, J = 8. 3, 1 H) , 7. 36 (t, J = 8. 3, 1H) , 10. 
52 (s, 1H) 

[0114] 
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BLtt&f&W 5 1 

(S) - (2- (4 -^fV i/^JVyf^-i/^yi/ (b) 7^y-2-4)b) - 5- 

h'j7Mn^f;i/-i, 3, 4 -**wr % J-)i 

2- (4 - M Kn^S/'Ol/ (b) 7^>-2->T;i/) -5-N'j7;i/^D^ 

^;i/-i, 3, 4 ->if-dr-b-i;r^-;i/3. 3 g&tf (s) 

1. i g&aMSiniffco 

1 H-NMR (CD 3 CI) 8:2. 83 (dd, J = 4. 9, 2. 4, 1 H) 
, 2. 99 (t, J=4. 9. 1H) , 3. 4 4 -3. 4 6 (m, 1H) , 4. 
12 (dd, J = ll. 2, 5. 9, 1H) , 4. 44 (dd, J = ll. 2, 

2. 9, 1 H) , 6. 76 (d, J = 8. 3, 1 H) , 7. 27 (d, J = 8. 

3. 1 H) , 7. 42 (t, J = 8. 3, 1 H) , 7. 83 (s, 1 H) 
[0 115] 

mn&mw 5 2 

N' - ( 7 h^r^/QV (b) y^y- 2 -^;i/^;i/>jfr:;i/) m7;i/tn 

7 N^>>^>y (b) 77>-2-*;i//KtF7^Fl4. Og©j&ft* 
f u>M3 0 0mn:«7KhU7;i/tniii 1. 5 m 1 Sillli, ^MtCT 1 

1 H-NMR (DMSO-d 6 ) 5 : 7. 1 1 (d, J = 7. 8, 1 H) , 7 
. 28 (t, J = 7. 8, 1 H) , 7. 35 (d, J = 7. 8, 1 H) , 7. 6 
9 (s, 1H), 11. 10 (s, 1H) 

[0 116] 

mw&mm 5 3 

2 - (7 b3r>>^>y (b) 7^>-2->f;i/) - 5 - h 'J y U * ^ )V 
-1, 3, 4 V-;t/ 

N' - (1, 1, 1 - h'j7Mart h) — N' - (7-* h^-^^yJ ( 
b) 75>-2^;i/) A;i/^fcK7^*>i4. 6g(Di, 2-V#uumtym 
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WL2 8 0 m 1 JCJfe-fb^ 4 . 2ml Si^'DMF 0. lmUM, 4. 5 

! H-NMR (CD 3 CI) 8:4. 06 (s, 3 H) , 6. 99 (d. J = 6 
. 9, 1H) , 7. 22 (nu 7. 26-7. 31, 2H) , 7. 72 (s, 1 
H) 

[0 117] 

mn&mm 5 4 

2- (7-bKD^rM>y (b) 79>-2->fA/) -5~h'j7Mn^f 

2 - (7-^h^r2//<>!/ (b) 75>-2->f^) - 5 - MJ 7)l*U*?- 
Jl-1, 3, 4 -^^r-9-^T!/-;i/2. 4 g&tfHJ^fbtf tfili 5 . Oml&JSV* 

1 H-NMR(DMSO-d 6 ) 5: 6. 96 (d, J = 7. 3, 1 H) , 7 
. 19 (t, J = 7. 3, 1H) , 7. 29 (t, d = 7. 3, 1H) , 8. 0 
0 (s, 1 H) , 10. 50 (s, 1H) 

[0 118] 
mttOtl&W 5 5 

(S) -2- ( 7 >>^;i/^^r->^>y (b) 7^>-2->f^/) - 5 - h> 

U7MP^^-1, 3, 4-7t*WT)/—)]/ 

2- (7-tKn*i/^>i/ (b) y^y- 2 --f;i0 - 5-h'j7Ma^ 
^;i/-i, 3, 4-mi?7!/-Ji'2. 4gM(S) -^'Ji/J/;WM/- 
h2. 2g&Mv\ Sff^ii IMfticoMJCBtftfN S: fir y^jBftW* 

1. o g fcS&MHi: LT#£ 0 

1 H-NMR(CD 3 C1) 6:2. 81-2. 8 5 (m, 1 H) , 2. 96- 

2. 98 (m, 1H) , 3. 42-3. 50 (m, 1H) , 4. 23 (dd, J 
= 11. 2, 5. 8, 1H) , 4. 52 (dd, J = ll. 2, 3. 4, 1 H) 



ffi§E#2 001-31062 7 3 
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, 7. 04 (d, J = 7. 8, 1 H) , 7. 30 (t, J = 7. 8, 1 H) , 7 
. 33 (d, J = 7. 8, 1H) , 7. 71 (s, 1 H) 

[0 119] 
MJ^^-^M 5 6 

5- (4 h^r>>^>^/ (b) 7^>-2->f;b) -3-*^;i/-l, 2, 4 

4 - * N^Pi//<>y (b) V^y- 2 -#;i/rf<>^l . 9 g®THF^S5 0 
mliCgfl:ft-;i/0. 9mlMDMF0. lmUM2 0^f4MS^l 
mMZffi&^ikLt^ #^4xfe^$rtfU 2?> 5 0ml tC$g#L71Z h7 

#&4xfe3SSS:2/U*y/i/^nv - (fnn^A : H^x^;v = 6 

: 1) tCT»«ILfefci5*ja^<&l. 0 gZ&m&ffiMtHLTmfc. 
X H-NMR (CDgCD 8:2. 5 1 (s, 3 H) , 3. 98 (s, 3H) 
, 6. 73 (d, J = 7. 8, 1H) , 7. 24 (d, J = 8. 3, 1 H) , 7 
. 38 (dd, J = 7. 8, 8. 3, 1 H) , 7. 73 (s. 1 H) 
[0 12 0] 

mniamm 5 7 

5- (4-hFd^M>'; (b) z7^y-2-4Ji) - 3 1 , 2, 

4 -a*dp-9-s?ry~;i/ 

5- (4 h=5ri//<>y (b) 7^>-2->f;i/) -3-^^;i/-l, 2, 
4 -^dp^^TV-;i/0. 9 8 g&tfS^ft^fjtS. lmUfflV^ gJBf^jS 

X H-NMR (CD 3 OD) 8 : 2. 44 (s, 3 H) , 6. 69 (d, J = 
8. 3, 1H) , 7. 10 (d. J = 8. 3, 1H), 7. 31 (t, J = 8. 
3, 1H) , 7. 7 9 ( s, 1 H) 

[0 1 2 1 ] 

mw&j&M 5 8 

(s) -5- (4 -try tyV)\y^r^t/^y v (b) :?^>-2-^;i/) -3-^ 
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^;b-l, 2, 4-t^r»S?7y--^ 

2- (4 - H FD^ri/K>V (b) 77>-2->f;b) -5-*^;i/-l, 3 
, 4-t^rty7y-;i/3. 3 g&tf (S) -^'J Y 3. 7g^ 

&MH£:bT#£ 0 

1 H-NMR(CD 3 C1) 5:2. 51 (s, 3 H) , 2. 83 (dd, J = 
4. 8, 2. 4, 1 H) . 2. 96 (t, J = 4. 8, 1 H) , 3. 42-3. 
46 (m, 1H) , 4. 11 (dd, J = ll. 2, 5. 8, 1 H) , 4. 42 

(dd, J = l 1. 2, 2. 9. 1H) , 6. 73 (d, J = 8. 3, 1H) , 
7. 26 (d, J = 8. 3. 1H) , 7. 39 (t, J = 8. 3, 1H) , 7. 
7 8 ( s , 1 H) 

[0 12 2] 

mm&f&m 5 9 

4- bFa^r'M>'; (b) x.y- 2-jtjn,tfym**A,3ixT)]/ 

4 - * h^ri/^^;i/^^i/^>y (b) f^7i>-2 -jtjfrtfywn g 
# y -;H 4 0 m 1 {CtfrU *k#Ti&fl:^;*-n;i/2. 0 m 1 SriHAfelfe. 2 B# 

*H — NMR (CDClg) :3. 95 (s, 3H) , 6. 82 (d. 1H, J 
= 4 .8), 7. 2 3 - 7. 3 8 (m, 2 H) , 8. 30 (s, 1 H) 
[0 12 3] 

mn^mm g o 

5- (4-bKP^S//Ql/ (b) ft7i>-2-^Jl/) - 3 1 , 
2, 4-tjr»'>7!/-jl/ 

4-tKD^r'M>!/ (b) ft7i>-2-*M>^f;i/X^f^6. 
Og&^fMfWl/ATU'SOmlMU *#T?KS!ifb^ h U V 2*1 . 7 

iat3trn#it. sis?RS:*icfe»»iftx^^/-eaimbfc. mmm*m*m 
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0 0ml$:MMb, ?U*a7-J/-^ (4 A) ©^T^-ft^ h U -7 
M. 6gfttf7tN7^K^S/A3. OgfcflD*:, 3 O^WiII^58SigLfejS 

5fe©f h 7 F n 7 7 >M 1 ^F»iiH 1/ fc 0 JfrSPUfcMcfc 

JEET»»S:S*Lfe. Zl^^- h^H Kn75^3 5ml, 6N Ii20ml 

1 H-NMR(CDC1 3 ) : 2. 50 (s, 3H) , 5. 70 (b s, 1H) 
, 6. 78 (d, 1H, J = 7. 6), 7. 34 (t, 1 H, J = 7. 8), 7 
. 47 (d, 1H, J = 8. 3), 8. 33 (s, 1 H) 

[0 12 4] 

mn&mM 6 1 

(S) -5- (4->fV*/VJlyt*i/'<>\r (b) ^^-73Q>- 2 -4)1) -3 
-*^;i/-i, 2, 4 VT 

1 H-NMR (CDC1 3 ) :2. 48 ( s, 3H) , 2. 83 (dd, 1H, 
J = 2. 4, 4. 9), 2. 98 (t, 1 H, J=4. 4), 3. 42-3. 4 
8 (m, 1H) , 4. 14 (dd, 1 H, J = 5. 9, 11. 3), 4. 41 ( 
dd, 1 H, J = 3. 0, 10. 8), 6. 80 (d, 1 H, J = 7. 8), 7 
. 40 (t, 1H, J = 7. 8), 7. 48 (d, 1H, J = 8. 3), 8. 3 
5 ( s , 1 H) 

[0 12 5] 

6 2 

1 - (4 b^riy^yV (b) 7?>- 2-4 fr) -7*y - 1, 3 

2-y~z^;v-4 h*ci"<y s J (b) ^7i-yaLy2. 4 g 5 

0mlfC»j)fU ^TTK^fbT" h U «7A 1. 5g$:Mfe„ lO^ifitl 

1 ^raannRjasKufeo ttspifezMc&tt, iixf^t-iasi, «ii 

7 5 ffi§E#2 0 0 1 - 3 1 0 6 2 7 3 
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7 g zmt=.* 

1 H-NMR(CDC1 3 ) : 2. 21 (s, 3H) , 3. 96 (s. 3H) , 
6. 25 (s, 1 H) , 6. 68 ( d , 1 H, J = 7. 8), 6. 68 (d, 1 

H, J = 7. 6), 7. 15 (d, 1H, J = 7. 8), 7. 33 (t, 1 H, 
J = 7. 8) , 7. 56 (s, 1H) 

[0 12 6] 
mn&f&M 6 3 

(S) - 3- (4 -yj */*?A/**ri/'<y\/ (b) 7^>-2->f;b) -1, 5 

1 - (4 h=3r>>^>t/ (b) 7^y- 2-4 >l) Z?&y - 1, 

I. 0 g £;* # 7 -;i/3 0m 1 }Ch#»U Jl^^^l/b: K5i/>0. 3 g £:fltl 

IftMJEET^&S^-rsriiJCJ:*;, 3- (4 -t: FD =ap ^/ (b) 7y 
>- 2 --f - l , 5 -vt+fr&^V-Jio. 8 5gS»M^«i:lt# 
^tii: (s) -^us/^;j/i/-ho. 7 5g?:^v\ mn&f&M itm 

m<D-%mz&vm.miti$®)o. 5 3 gi»fiM«int#fe. 

1 H-NMR(CDC1 3 ) :2. 33 (s, 3H), 2. 82 (dd, 1H, 
J = 2. 8, 4. 8), 2. 94 (t, 1 H, J=4. 4), 3. 86 (s, 3 
H), 4. 13 (dd, 1H, J = 5. 4, 11. 2), 4. 36 (dd, 1H 
, J = 3. 4, 11. 2), 6. 40 (s, 1 H) , 6. 65 (d, 1 H, J = 
6. 3), 7. 06 (s, 1H) , 7. 08-7. 12 (nu 2H) 

[0 12 7] 

sm&f&w e 4 

(b) y^y- 2 -mitfyM 
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T-fe h y 3 0 0 m 1 o-A*liJ>7 0g ( ^D : Eii!Xf;b5 0g, 

3lLfc. £i£|&%«gf&, ^f;i/!i>M7^F5 0 0ml»U 1, 8-*? 
?WV9U (5, 4, 0) VyT - (DBU) 50ml %1}\lZ_X 110 

mmit&yso^ft^xTftfa* 5 6 g#£„ ^©^112 5 g ;-;v5o 

mltCfcfrU MltX V V ^yfrmffi. (22g/100ml) fcflU*., 4 0TCT? 

fti5g zmr~* m& 2 1 2 - 2 1 4 °c 

[0 12 8] 
IM^M 6 5 

2- (7-t:KP^rM>!/ (b) 7^>-2->f^/) - 5 - ^ ^l/^-^/- 

2k 

7-^ h*ri"<yx (b) y^y- 2-jj)VtfyM6. o g5^nn^A3 

OmllCil^U i/^f ;V*;VA7^ Kl ml $:Mfe„ Mf ^-^4. 0 m 
1 £#&X.. 5 OT3CT2l$iajtofc£#Lfc. «ffiT£Jfc$8«&S*U 2b*>tz.®> 
Trh7tFD75>10 0ml^M^tt. ^nA^^ 
y^>l. 65g, b ij if ^7 5> 1 2 m 1 bfef h 7 1: Kn 7 7 >^ 

Sj4 0mllCi:^U MM (ID 0. 5 g IklMXT 2f$raM^b£ 0 
1 H-NMR(DMSO-d 6 ) :2. 42 (s, 3H) , 6. 92-6. 95 
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(m, 2H) , 7. 01-7. 13 (m. 1H) , 7. 18-7. 35 (m, 1 
H) , 7. 6 3 (d, 1H, J = 2. 8) 

[0129] 
m&&ftW6 6 

5 - (7-*N3r>>^>^/ (b) y^y- 2 ->f ;u) - 3 -^^;i/>f 
2k 

1 o o m 1 &c*#t> i*#Lfc#e> 8Mb* 1 iomi sitl 

£ 0 M^T 7 h*S"<>!/7^>- 2 1 0 g *])\}?LT, 1 ©IS 

«ky, 7-^ K^i/K>v f 77>-2-*;^>i^f ;vx^f;n 1. 2gl 

7tFD77>10 0ml(C^iU - 5°C-£jf#L&#£>^;i/y (1 
. ,6Ma^ >MD 8 0mUlTlfe o -eoTOTtlHrWlfe^ 
7 h^f i/^y (b) y^y-2 -ij)itfym*?-)\sx-X9-)i l l. 2g® 

fS7t:Fn77>M5 0ml?:M, §fi^20OT^Lfe„ il28g 
£^ h^H Kn:7^> 1 20ml -*3 Oml i:^IbfcM$:i^b, ^*UC 

1 H-NMR (CDClg) 8: 2. 38 (s, 3H), 4. 04 (s, 3H 
K 6. 57 (s, 1H) , 6. 88 (d, J = 7. 8, 1 H) , 7. 22 (m 
, 3 H) 

[0 13 0] 

mn&mw e 7 

4 - (4 h^p jy<y*J (b) - 2 - ^r;i/) - 2 -^W7 y-;i/ 

(4 h3f (b) 7^>-2--f;i/) -a - 7~U=t * JIT by 2 

. 7g©X^;-;i/M3 OmlCf^Tt^^ h*0. 7 5 g &Dffa.6BSr|8rflnaft 
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^H-NMR (DMSO-dg ) 8: 2. 7 2 (s, 3H) , 3. 91 (s. 
3H), 6. 81 (d, J = 7. 3. 1H) , 7. 13 (s, 1 H) , 7. 21 

(d, J = 7. 3. 1H) , 7. 27 (t, J = 7. 3, 1 H) , 7. 90 (s 
, 1 H) 

[0131] 

2- (2' -bKD^r^Xf'J;!/) -5-*^;i/-l, 3, 4 V- 

2k 

g, CDI3. l g *MlzMx.mWLf~* l^t,, 7tf;i/tK7^Fi. 4 

yitfrtM&«3. 5g^fe. :©MTO^nni^3 0 0mn:iib 
, h'J7i-MX70 5g, h'Jxf;i/7^>3. 3 m 1 xfc^TD 
E A D 8 . 3 S ^M^t=. 0 Sfit'2HW#bfet, KK*U^A*»«S:ia^ 

2glff:, I©M«KS*2 0ml, 2 0 m 1 tf»-C 2 \%mtmmW U 

?^ai«*tc&^»Kx^^/i?ttffl-r«»i:jcj:»;^fifb^i. 5 g 

X H-NMR (CDCI3) : 2. 58 (s, 3H) , 6. 45 (bs, 1H) 

, 6. 90 (t, J = 7. 8, 1H) , 6. 98 (d, J = 7. 5, 1H) , 7 

. 19 (d, J = 7. 5, 1H) , 7. 40 (J = 8. 0, 1H) , 7. 42 ( 

d, J = 15. 8, 1H) , 7. 68 (d, J = 15. 8, 1 H) 

[0 13 2] 

mm&mm 6 9 

2- (2' -bKP^i/^fU^ sQ*J3 L T)/-)l 
■y-VT-JiTJi^tL K6. Igi:2-^f;i/f7y-;v7. 5 g&tB-tf^zi^a 
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2. 5 g^fMiillTi^ fift&2 3 5- 2 3 6 °C 

mn&f&m 7 0 

5- (2' -bKP»i/^f'J^) -3-^^;i/-l, 2, 4 -*-3r-frS?Tl/- 

2k 

7th7^ 5g, =El/^a7-i/^ (4 A) lOg, ^Mit 

th'J^5gS:fh7t:KD75>2 0 0ml ICft^llIS^tf:. ^<Z)& 

»l»bfco 3tllCrh5bKD77>10mlil6N©Si2 0nil$:M, 5 

o°c{ct 3 o^isaniiR^-r-siiJiss^ffibfe. ^©jieasrat^ £ 

(C i U 6 . Og^aMitUifc. BL&l 84-1 8 

[0 13 3] 
M^^M 7 1 

(S) -4-yvi/S?j\/yt:*rt/'<y\/ (b) y^y- 2 --^f;v*^;i/>7- h > 

TK^fb^" h U 7A0. 2 2 g©DMFJB«?K4 0mliC4-t Fn^f S/'OV 

(b) y^y- 2 --r;i/^^;i/>!r h>o. 8 0g©DMFiH 0mi»T 
iru iSt'3 0^i#Lfe o rosiS*ic*^T, (s) -7*ut/^;i/; 

2/1/-M. 4g(5DMF»»10mU»TU :^l$|3l#i# bfc. SEISMS: 

- (^Vy/WWl^fr) ^*MKbfefc£3^fflfl:-&«ftf0. 6lg?:iMI 

1 H — NM R (CDCI3) : 2. 60 (s, 3H), 2. 82 (d cL J=4. 
9, 5, 1H) , 2. 97 (t, J=4. 4, 1 H) , 3. 4 3 - 3. 4 6 (m 
, 1H), 4. 09 (dd, J=10. 8, 5. 9, 1H), 4. 42 (dd, 
J = 10. 8, 3. 0, 1H), 6. 69 (d, J = 7. 8, 1 H) , 7. 20 

(d, J = 8. 3, 1 H) , 7. 39 (t, J = 8. 3, 1 H) , 7. 65 (s 
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, 1 H) 
[0 13 4] 

mm&f&m 7 2 

(S) - 4 -yu i/S?Jl7t*t/- 3 (b) 7^>-2->r;^^^ 

h'JfAl. 4 g ©DMF^ii 6 0ml C4-t Kn*S/-3 
^I/'OV (b) y^y- 2 -4 h> 6. 1 g®DMFM3 0ml 

&WiTb, iSt*3 0^iflbfc o r©iRjS*tC3>fc^T. (s) -^y 

1 H-NMR(CDC1 3 ) :2. 59 (s, 3H) , 2. 79 (s, 3H), 
2. 83 (dd, J=4. 9, 2. 3. 1 H) , 2. 96 (t, J = 4. 3. 1H 
), 3. 4 3 -3. 4 5 (m, 1 H) , 4. 08 (dd, J=ll. 2, 5. 4 
, 1H), 4. 37 (dd, J = ll. 2, 3. 0, 1 H) , 6. 62 (d, J 
= 7. 8, 1H), 7. 11 (d, J = 8. 3, 1H), 7. 34 (t, J = 8 
. 3, 1H) 

[0 13 5] 
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[ft 3 1 ] 




[0 13 6] 
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[0 13 7] 
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[0 13 9] 
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(S) -1- (4 - (2-EKP3rS/-3 - (4 - (-^7 - 2 - >f ;U) If 

/<'jy;) zru\±)\sit**/) *y*J (b) v=yy- 2 ->f troy 

[0 1 4 03 
[ft 3 5 ] 




[0141] 

MiPf^MiT'#^tife (s) -1- (4-yvy¥)i**y<yv' (b) y 

^y- 2 )ljjJlT$~)\s) fcrD'J2?>l. 2g?:^^;-^4 0mliCi)!lb 
, 4- (^7* ]/y- 2 ->r;b) tr^y^^/O. 8 5g£#n;*., 8 B$Hft!$tiB$E 

1 H-NMR(CDC1 3 ) 8:1. 81-2. 20 (m, 8H) , 2. 22 ( 
t, J = ll. 7 % 1 H) , 2. 9 6 - 2. 5 6 (m, 1H) , 2. 62-2. 
79 (m, 3H) , 3. 03 ( d , J = 10. 8, 1H) , 3. 22 (d, J = 
10. 8, 1H), 4. 10-4. 28 (m, 3H) , 6. 73 (d. J = 8. 
3, 1H), 7. 16 (d, J = 8. 3, 1 H) , 7. 33 (t, J = 8. 3, 
1H) , 7. 35-7. 50 (m, 3H), 7. 51-7. 55 (m, 1H) 7 
. 67 (s. 1H) , 7. 81 (d, J = 8. 8, 3 H) 

(S) -4- (4- (2 -fc PndpS/- 3 - (4- (t7j? 2 --<;!/) fcf 

^y^V) y'u^/i/yt^t/) <y^J (b) v=yy- 2 ->r ;W 
y > 
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[0142] 
Ut 3 6 ] 




[0 14 3] 

mW&!&W2T*m& (S) -4- (4 - >TV */*?fr***/'<Z/*J (b) ;7^> 
- 2 --f ;b) ^;i/*U > 1 . 3 g$:^3t;-;H OmUMl, 4-(:h7# 
U>-2 — f/b) tf^USJX). 9 1g&ftl*., 8«rlSin3»3aSKLfe. 

1 H-NMR(CDC1 3 ) 8:1. 86-1. 99 (m, 4H) , 2. 21 ( 
t, J = ll. 7, 1H) , 2. 53 (t, J = ll. 2, 1H) , 2. 59- 
2. 74 (m, 3H) , 3. 03 (d, J = 10. 8, 1 H) , 3. 22 (d, 
J = 10. 8, 1 H) , 3. 7 0 -4. 0 3 (nu 8 H) , 4. 10-4. 27 

(m, 3H), 6. 73 (d, J = 8. 3, 1H) , 7. 15 (d, J = 8. 3 
, 1H) , 7. 33 (t, J = 8. 3. 1H) , 7. 37-7. 41 (m, 3H 
), 7. 49 (s. 1 H) 7. 67 (s, 1 H) , 7. 81 (d, J = 8. 8, 
3 H) 

(S) -4- (2 -\L Fn^rS>- 3 - (4- (t7 j? 2 -^f;i/) ^'J'^ 

[0 14 4] 
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[ft 3 7] 




[0 14 5] 

mm&&Mi 2T*mtc cs> -4- (2-^*0^^-3 - (4- (^7^1/ 

>-2->f;y) tr^u^V) tr/i/** */) ^y^J (b) -7^>- 2 

>^0. 1 2g©DMFMl 3mli:^f;i/75>MS0. 18g, h'Ji 
^;i/T^>0. lmlM^7/'J>i^if^0. 1 m 1 ?:i^.tat 1 

X H-NMR (CDCI3) 8:1. 84-1. 97 (m, 4H) 2. 20 (t 
, J = ll. 7, 1H) , 2. 4 5 - 2. 5 5 (m, 1 H) , 2. 59-2. 7 
9 (m, 3H) ( 2. 9 9 - 3. 0 6 (m, 1 H) , 3. 03 (d, J = 5. 3 
, 3 H) , 3. 20 (d, J = 9. 7, 1 H) , 4. 11-4. 20 (m, 3H 
) , 6. 60 (br, 1H) , 6. 70 (d, J = 8. 3, 1 H) , 7. 08 ( 
d, J = 8. 3, 1H) , 7. 31 (t, J = 8. 3, 1 H) , 7. 35-7. 
41 (m, 3H), 7. 59 (s. 1 H) 7. 65 (s, 1H) , 7. 78 (d 
, J = 8. 8, 3H) 

(S) -4- (2-bFP^>>-3 - (4- (T-7#U>-2-4)l>) V 

j) -fo bf;i/>r^r-» -N, N -i/t^-fr^yy (b) y^y- z-ijjVj^^r^ 
_§__K 
[0 14 6] 
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Ut 3 8 ] 




[0 14 7] 

mn&f&mi z-zmtc (s) -4 - (2 -t Kn^r^- 3 - (4 - ^ 

>-2--r;b) fcr^y*;;) tr/i/*-* 1 */) (b) :7^>- 2 

>i0. 8g, i/^^-;i/T^ >i»f&0. 15g, b'JXf;i/7^0. 4 9m 
lMi^T; U . 3 3 ml &^|]&60»J3 i:|Bf^(Z)S^^$:^ofe 

t^Zmmik&mo. 6 1 g £|§&«C#> hLTfffc 0 

* H — NM R (CDCI3) 8:1. 84-2. 00 (nu 4H), 2. 22 ( 
t, J = ll. 0. 1H), 2. 4 9 - 2. 5 5 (nu 1H), 2. 65-2. 
77 (m, 3H). 3. 03 (brd, J = 10. 7, 1 H) , 3. 16 (br 
s, 3H), 3. 22 (brd. J = 10. 7,'1H), 3. 36 (brs, 3 
H) , 4. 14-4. 24 (m, 3 H) , 6. 72 ( d , J = 8. 3, 1 H) , 

7. 16 (d, J = 8. 3, 1H), 7. 31 (t. J = 8. 3, 1 H) , 7. 
3 9 - 7. 4 8 (m, 3H) , 7. 67 (s, 1 H) , 7. 80 (d, J = 8. 

8, 3 H) 

(S) -4 - (2-bFDjr'>-3 - (4 - (^7* uy- 2 - j )V) bT^ys? 
y) ;i/^-^r->) -n, N-s?x^/b/<>i/ (b) y^y- 2 

[0 14 8] 



ffiliE^ 2001-3106273 



1 1 — 166160 



[ft 3 9 ] 




[0 14 9] 

IM^Ml2T'#fc (S) -4- (2-fc Kn^fS/- 3 - (4- (i-y#i/ 
y-2-4)\y) tf^Ui/V) if iiTt^cis) *y\? (b) :7 ^ > - 2 - 

>$?0. 8g, *;iW5>0. 2 4mUtfJ/r;'J>i^3:f^0. 5m 
1 &jgv^J60!3 fcRflfttf^JSSifls&fT ofe^: zmmt&mo. 6 1 g 

X H-NMR (CDC 1 3 ) 8:1. 19-1. 40 (m, 6H) , 1. 82- 

2. 00 (m, 4H) , 2. 22 (t, J = 12. 2. 1H), 2. 49-2. 
55 (m, 1H), 2. 6 4 - 2. 7 6 (m, 3 H) > 3. 04 (brd, J = 
11. 3, 1H) , 3. 21 (brd, J = ll. 3. 1H), 3. 43-3. 
70 (m, 4H) , 4. 12-4. 24 (m, 3H), 6. 72 ( d . J = 8. 

3, 1H) , 7. 14 (d, J = 8. 3, 1H), 7. 30 (t, J = 8. 3, 
1H) , 7. 38-7. 48 (m, 3 H) , 7. 67 (s, 1H) , 7. 80 ( 
d, J = 8. 3, 3 H) 

(S) -4- (2 -\L Kn3rS/~ 3 ~ (4 ~ (^-7 2 ->f ^/) tf^US? 

7) ^PtT^^-^S/) -N-* b^r->-N-^^;i/^> (b) -7^>-2-^7 

[0 15 0] 



ffifl#2 001-3106273 



m ¥ 11—166160 



[it 4 0] 



\ 




[0151] 

Jg^il 2T'Hfc (S) -4 - (2 -H Kn^rS/- 3 - (4 - (-f"7 Z U 
y-2-4)l>) tf^U^V) >^Dtf;b^^^) (b) !7 ^ > - 2 - 

>^0. 8g, N, O-VZ+fr^FU^S/n/frT^ylSLWtl&O. 2 4g, hU 
Xf;i/7 5 y 1 . 0 m 1 JftXfisT J V 2 7ml fc/SV^JSM 3 

o 

1 H-NMR(CDC1 3 ) 8:1. 86-1. 99 (m, 4 H) , 2. 22 ( 
t, J = 10. 2. 1H), 2. 4 9 - 2. 5 3 (m, 1 H) , 2. 63-2. 
74 (m, 3H), 3. 04 (brd, 11. 7, 1H), 3. 22 (brd, 
11. 7, 1 H) , 3. 42 (s, 3 H) , 3. 92 (s, 3 H) 4. 14-4 
. 27 (m, 3H), 6. 72 (d, J = 7. 8, 1H), 7. 23 (d, J = 
7. 8, 1H), 7. 34 (t, J = 7. 8, J = 1H), 7. 38-7. 48 

(m, 3H), 7. 6 3 (s, 1 H) . 7. 6 7 (s, 1H), 7. 7 9-7. 
8 2 (m, 3 H) 

(S) -4- (8- (3- (4 2 ->f ;b) fcf 

^us^v) ^atf -2h-^p^>-3 — f ^i/fru 

[0 15 2] 



£B$E#2 001-3106273 



11 — 166160 



[ft 4 1] 




[0153] 

B.m&f&M6r*mfc (S) -4- (8-^'JJ/^t*S/-2H-^n^>- 

. 5 g*m\<\ mmmi t.mm(DBL^m^^ z s^z.t.\z^^mmit^m3. 5g 

1 H-NMR(CDC1 3 ) 8:1. 8 6- 1. 99 (m. 4 H) , 2. 21 ( 
t, J = ll. 7, 1H) , 2. 4 9 - 2. 5 6 (m, 1H) , 2. 63-2. 
74 (m, 3H) , 3. 03 (d, J = l 1. 7, 1H) , 3. 22 (d, J = 
11. 7, 1H) , 3. 42 (s, 3H), 3. 84 (s, 3H) , 4. 14- 
4. 27 (m, 3 H) , 6. 72 (d, J = 8. 3, 1 H) , 7. 23 (d, J 
= 8. 3, 1H) , 7. 43 (d, J = 8. 3, 1 H) , 7. 4 4 -7. 4 8 ( 
m, 2H), 7. 63 (s, 1H) , 7. 68 (s, 1 H) 7. 78-7. 82 

(m, 3 H) 

mmm s 

(S) -4- (8- (2 -H Kn=fr (3- (4-t7j?b>-2->f;i/) H° 
[0 15 4] 



£$E# 2001-3106273 



11 — 166160 



lit* 2] 




[0 15 5] 

^iftTil/^-f^Uf^AO. 5 5 g(DTHFMffimzm.ikTJl$—V2±0 
. 6 3 g ZtUX.mUT* 1 ^flt^Ufc. 4 TCilU (S) -4- (8- 

(2-tKn^i/- (3- (4 u>- 2 ->r;i/) tr^u^v) :/ntr;i/ 

yt*ri/) -2H-?U*>-3-^;]sjj)ltf~)l) ^;1/>}nU>2. 5 gCTHF 

Lxmr=. 0 si&i 6 4 - i 6 6r 

(S) -8 - (2-bKP^rS/- (3- (4 -J-? 4 Vy- 2 bT^US? 
7) ?U}*Jbyt*ri/) — N, N - 2 H - ? □ ;* > - 3 — jjJl^Dr lj 

Jl 

[0 15 6] 



ffi$E#2 001-3106273 



11 — 166160 



[ft; 4 3] 



I 




[0 15 7] 

If4^M8t'#fc (S) - */*?n,**r*/-N, N-^f;i/-2H 

-^D^>-3-*;i/^^-tJ-^ K3. 2g&t>*4- 2 ->f/l/) k? 

1 H-NMR (CDC 1 3 ) 8:1. 86-1. 96 (m, 4H) 2. 19 (t 
, J = ll. 7. 1H) , 2. 4 3 - 2. 5 5 (m, 1 H) , 2. 59-2. 8 
9 (m, 3H) ,'2. 96 (s, 3H) , 2. 97 (s, 3H) , 2. 90-3 
. 32 (m,-2H), 4. 0 7-4. 3 2 (m, 3H) , 6. 61 (s, 1 H) 
, 6. 73 (d, J = 8. 3, 1H) , 6. 86 (t, J = 8. 3, 1H) , 6 
. 93 (d, J = 8. 3, 1H) , 7. 3 5 - 7. 4 7 (m. 3H) , 7. 66 

(s, 1H) , 7. 7 8 - 7. 8 0 (m, 3 H) 

mmw i o 

(s) -3-?np-6- (2 -e FP=fr->- 3 - (4- (±y # vy- 2 ->r 
;v) br^v^V) ^ptf;i/^^>>) -n, N-^*^;b^>i/ (b) ?-rt*:7x> 
- 2 -:ft;i/3ff3r»3 K 

[0 15 8] 



9 4 ffiIE# 2001-3106273 



11 — 166160 



[ft4 4] 



\ 




O 



N 



/ 



CI 



[0 15 9] 

MW&f&ffl i 4 3-^nn-6-yus/ - N, N — 

(b) f^7x>- 2 ^ KO. 6gh4 - ,(t7^1/>-2 

->r;v) tr^ys?>o. 4 5 g frbmi&M i £.mm<Dfcf&mmz & vmmit&m 

0. 4 g £#£ 0 

1 H-NMR(CDC1 3 ) 8:1. 87-1. 96 (m, 3H) , 2. 0 5- 
2. 22 (m, 1H) , 2. 5 2 - 2. 7 0 (m, 4H) , 3. 03-3. 22 

(m, 10H) , 4. 08-4. 20 (m, 3 H) , 7. 13-7. 16 (m, 

1H) , 7. 30 (d, 1 H, J = l. 9), 7. 39 (d, 1 H, J = 8. 8 

), 7. 4 3 - 7. 4 8 (m, 2H) , 7. 60 (s, 1H) , 7. 72 (d, 
1H ( J = 8. 3), 7. 7 7 - 7. 8 2 (m, 3H, J = 8. 3) 

mmm 1 1 

(S) -3-gDP-6- (2-HKP^r'>-3 - (4- (-^7 - 1 - >f 

;ip bf/^u^V) yptf;i/^-^r-» -n, N-y*^;i^>y (b) 
- 2 -jjjVin^ 5. K 

[0 16 0] 



9 5 



ffi$E# 2001-3106273 



11 — 166160 



[ft 4 5] 



\ 




O 



N 



/ 



CI 



[0161] 

If^^^M l 4 t?#fc3 - #nn - 6 -yy */*;^/*^s/-N f n-^*^;i> 
(b) ^yty^y- 2 Fo. 6g^4-(^-^^i^>-i 
->f/l/) fcf^U^O. 4 5 g &fljv^i60!Il £3$t£/&££#C<): »J*3ft-£*» 
0. 5g^MHibTffc 0 

1 H-NMR (CDC1 3 ) 8:1. 81-2. 33 (m, 3 H) , 2. 30- 
2. 37 (m, 1H) , 2. 62-2. 70 (m, 4 H) , 3. 11-3. 17 

(m, 8H), 3. 21-3. 25 (nu 1H) , 3. 35-3. 44 (m, 1 
H) , 4. 02-4. 15 (m, 2 H) , 4. 18-4. 22 (m, 1H) , 7 
. 15 (d, 1H, J = 6. 8), 7. 30 (s, 1H) , 7. 40-7. 49 

(m, 4 H) , 7. 7 5 - 7. 7 9 (m, 2H) , 7. 88 ( d , 1 H, J = 7 
. 8) , 8. 10 (d, 1H, J = 8. 3) 



(S) -1- (4- (2 -fc 3 - (4- (-r7ZUy-2-4J\s) if 

[0 16 2] 



»J 1 2 



9 6 



ffi|I#2 001-3106273 



11 — 166160 



[ffc 4 6] 




[0163] 

>2. 2g$:MK 4:RI«©iEiS»f^S:fT^rhlcj:»J»^^4. 

l:i^itS3i:tCJ: U^SfC-a-%3. 3g«fMIi:lTllfe„ 1ft j& 8 
8 - 9 0 °C 
1 3 

(S) -4- (4- (2 -t: KP^rS/- 3 - (4- (^- 7 » U y - 2 - >f )V) fcf 

^u^V) ^nfcr^/^-^s/) (b) ft7x>-2-^;i/jjj^i/) ^ 

[0 16 4] 
[ft 4 7] 



ri"<>!/ (b) 
9 7 2001-3106273 




[0 16 5] 

M^^Ml 8T'#^tl^ (S) -4- (4 -yj */ 

2 -^f;i/;ft;btf^;M *e/nfcy>i. 2g£4- 



11 — 166160 



--f jv) tr/<y *jy 1 . o g^e>njfiffii 1 tra«©^egtc «fc y^ffift^o. 7 

g £^£„ H(j&8 2 - 8 6°C 
2£JS« 1 4 

(S) -4 - (2-bPa^rS/-3 - (4 - (j-y * V y - 2 - >f ^'JS? 

7) ^ntf;!/*-^*/) — N — ^ h3r->-N-*^-;i/^>y (b) ^7 1 >- 2 

[0 16 6] 
lit 4: 8] 



\ 




[0 16 7] 

y (b) 2 -4 JllJJltfir-V-^ Kl. lgil4-(-^7^l/>-2 

->r;b) tr^ys;>o. a gfrbmmwi tm&a^miz&vmmik&Qso. 8 

1 H-NMR (CDCI3 ) 8:1. 86-1. 99 (m, 4H) , 2. 23 ( 
t, 1H, J = 9. 8), 2. 4 7- 2. 5 5 (nu 1 H) , 2. 63-2. 7 
4 (nu 3H), 3. 05 (d, 1 H, J = ll. 2), 3. 23 (d, 1H, 
J = ll. 2), 3. 43 (s, 3H) , 3. 83 (s, 3 H) , 4. 11-4 
. 15 (m, 1H), 4. 20-4. 27 (m, 2H) , 6. 79 (d, 1H, 
J = 7. 8), 7. 3 5 - 7. 4 8 (nu 5 H) , 7. 68 (s, 1 H) , 7. 
81 (d, 3H, J = 8. 3), 8. 42 (s, 1 H) 

mmm 1 5 

(S) -4- (2 -H KP=fr->- 3 - (4- (t7jt U>- 1 ->f;b) bf^y^' 



£BIE#2 001-3106273 



11—166160 

J) 7u¥jl*lri/) -N, N-s;*^;i//<>!/ (b) ft7x>-2-j;M 

[0 16 8] 
[ft 4 9] 




[0 16 9] 

MMMl 7T'#fc (S) -4 -yj S/$;^^^rS/-N f N-^^^;V^> 
V (b) - 2 -^sK^p-fr^ F0.-5gi:4 - (±7 # uy- 1 ->f 

^fl&ffif l 6 

(S) -4- (2 -hi Kn^r->- 3 - (4- ( 6 - * h dp $ \y y - 2 - >f 

ti'KU^V) ?*nfcr;M-3rS/). -N, N-^fM>^ (b) 
- 2 -#;i/4?3r-9-^ K 
[0 17 0] 
[ft5 0] 




[0171] 

liMMl 7Tffe (S) -4-yji/i/>tdri/-N, N-i 



ffiIE# 2001-3106273 



4#¥ 11-166160 



y* (b) f^7i>- 2 ki. 7gi:4 - (6-* b^y+y* 

J H-NMR (CDClg) 8:1. 82-2. 00 (m, 3H), 2. 0 7- 
2. 23 (m, 1H), 2. 5 2 - 2. 5 7 (m, 1H), 2. 63-2. 75 
(m, 3H), 3. 0 2 - 3. 0 5 (m, 1 H) , 1. 10-3. 2 0 (bs, 
6H), 3. 91 (s, 3H), 4. 0 9 -4. 2 3 (m, 3 H) , 6. 79 ( 
d, 1H, J = 7. 9), 7. 11 ( S , 1H), 7. 14 ( d , 1H, J = 2 
. 5), 7. 3 0 - 7. 3 7 (m, 2 H) , 7. 44 (d, 1 H, J = 7. 8) 
. 7. 59 (s, 1H), 7. 69 (s, 1 H) , 7. 70'(s, 1 H) , 7. 
7 4 (s. 1 H) 
1 7 

(S) -4 - (2-fcFP3r>>-3 - (4 - (f 7 - 2 ->f ;|/) fc>C U *? 

7) ^Ptf/l/^S/) -N. N -*?**JU«y*J (b) ft7x>-2-^M 

K (L) -m&Mi& 
[0 17 2] 
lit 5 1 ] 




[0173] 

M**£j*m 7*efcfc (s) -4->fvyy)\s7t*y-N, N-Vt^-jiKy 
y* (b) **7^y-2 Kl. 2 g £ 4 - (^7*l/>-2->f 

g£#fc. 3;ft£:n#y-;wc?§£?U (L) -M^^^tl^^m L^M^^St 



10 0 



miE#2 001-3106273 



11 — 166160 



1 7 5TC 

mmm 1 8 

(S ) -4 - (2-tlKP3r->-3 - (4 - (^-7^l/>-l-^^) - 3, 6 

-Vm Fp- 2 H-bfU i ->f;i/) ^n^i/t^^) -n, N-^'*^;i/ 

(b) ^^-7x>- 2-^;i/jfi^r-9-^ F 
[0 17 4] 
[ft5 2] 




[0 17 5] 

I^MUtif- (S) -4-^'Ji/i/'MJri/-N, N-S?*^;W<> 
(b) :7;n> - 2 - #;i/7K=3fi^ F2. 0 g £4 - (t7d» 2 - >f 

/b) -3, 6-J?tFn-2H-tf'JS?>2. 0g5:Mv^, HSfeM 1 
iStftf^lCJ: U^S^^O. 8 g 

1 H-NMR (CDC 1 3 ) 6:2. 63-2. 81 (nu 6H) , 3. 0 5- 
3. 40 (nu 6H), 2. 9 8 - 3. 0 2 (m, lH)/3. 41-3. 44 

(m, 1H), 4. 17-4. 23 (m, 2 H) , 4. 2 5-4. 3 3 (m, 1 
H), 6. 25 (s, 1H), 6. 79 (d, 1 H, J = 7. 9). 7. 32 ( 
t, 1 H v J = 7. 9), 7. 40-7. 58 (m, 2H), 7. 60 (d, 1 
H, J = 1 0. 2), 7. 7 4 - 7. 8 3 (m, 6 H) 

mt&w 1 9 

(s) _ y _ (2-t: Fn^rS/-3 - (4- (^7* 1/ > - 2 ->f;i/) ^'Ji? 

7) ^dw^^) -N-*^;u^>y (b) y^y- 2 - #;i//ft3rij-^ F 

[0 17 6] 



10 1 



m$E#2 001-3106273 



11 — 166160 



lit 5 3 ] 




[0 17 7] 

«»#*«2 4Tf#fc (S) -4- (2-tKn^ri/-3- (4- 

> _ 2 ->f;i/) tr^us?y) ^nif^J/) 'OV (b) "79>- 2 

>iL 0 g, **/l/73>0. 15g, b'JiW^o. 6 3mlfttfS/ 

tCfcU, *fi-fb^*0. 7 5 g &«-fe$lM#»fcbT#fe. 
1 H -NMR (CDC 1 3 ) 8 : 1. 8 5 - 1. 9 7 (nu 4 H) 2. 20 (t 

J = 1 1. 7, 1H), 2. 45-2. 55 (nu 1 H) , 2. 59-2. 7 
9 (nu 3H), 2. 9 9 - 3. 0 6 (nu 1 H) , 3. 0 4 (d, J = 5. 3 

8H), 3. 20 (d, J = 9. 7, 1H), 4. 0 7-4. 2 7 (nu 3H 
), 4. 18-4. 38 (s, m) , 6. 82 (b r, 1 H) , 6. 94 (d, 
J = 8. 3, 1H), 7. 18 (t, J = 8. 3, 1H), 7. 31 (t. J = 
8. 3, 1H), 7. 37-7. 46 (nu 3H), 7. 66 (s, 1 H) , 7 
. 7 9 (d, J = 8. 8, 3 H) 
MMM 2 0 

(s) _ 4 _ (1 - (2-nKa»->-3- (4- (j-y^\yy-2-4) v) M 
u y 

[0 17 8] 



10 2 



mSE# 2001-3106273 



11—166160 



[ft 5 4 ] 




[0 17 9] 

IM^J 2 4t'#t (S) -4- (2 -H Kn^S/- 3 - (4- 

>-2--f;i/) tr/^ys;/) ^ntr^/^-^s/) (b) :7^>- 2 

>fiftl. 0g, ^I/T^U > 0. 19g, MJlfAr^O. 6 3ml Wi/T 

1 H-NMR (CDC 1 3 ) 8:1. 86-1. 99 (m, 4 H) , 2. 22 ( 
t, J=ll. 7, 1H), 2. 5 3 - 2. 5 8 (m, 1H), 2. 59-2. 
80 (m, 3H), 3. 03 (d, J = 10. 8, 1H), 3. 23 (d, J = 
10. 8, 1H), 3. 7 2 -4. 0 3 (m, 8H), 4. 2 0-4. 3 6 (m 
, 3H), 6. 96 (d, J = 8. 3, 1 H) , 7. 22 (t, J = 8. 3, 1 
H) , 7. 25 (d, J = 8. 3, 1H), 7. 37-7. 41 (m, 3H), 
7. 49 (s, 1 H) 7. 66 (s, 1 H) , 7. 81 (d, J = 8. 8, 3H 
) 

mmM2 i 

(S) -7- (2-bKn^S/-3- (4- 0:7 jru>- 2 -^f;b) 

7) ^DW^rS/) -N, N-S^^/QyT (b) 2 
[0 18 0] 



10 3 



ffilE#2 001-3106273 



#¥11-166160 



lit 5 5] 




[0 18 1] 

**MW*«2 4T?#& (S) -4- (2-tFn^-3- (4- (^ju 
>-2->f^) ^U^V) ^n^s,, ( b) 7^-2.^ 

ymi. 0g, ***/l,7$ >*W&0. 18g, h.j lW ^0. 6 3m 

^H-NMR (CDCI3) S : 1. 81 _ 2 . 01 (m> 4 H ] 2 lg _ 
2. 2 9 (m , ih), 2. 4 4-2. 5 8 (m, 1 H) , 2. 6 1-2. 7 8 

(m, 3H), 2. 88 ( S> 3 H) , 2. 95 ( s , 3H), 3. 03 (d, 
J = 10. 8, IH), 3. 24 (d, J = 10. 8, IH), 4. 20-4. 
3 7 (m, 3H) , 6. 95(d, J =7. 8, 1 H) , 7. 19 (t, J = 7 

• 8, IH) ,7,25 (d, J = 7. 8, 1H),7. 81(8, 1H),7 

• 3 8 - 7. 4 8 ( m , 3 H) , 7. 66 (s, 1 H) , 7. 80 (d, J = 8 
. 8, 3H) 

Mmm 2 2 

(S) -7- (4- f-^*U>- 2 -^;M ^ ,1 

CO 1 8 2] 



10 4 



ffifiE#2 001-3106273 



11-166160 



Ut 5 6 ] 




[0 18 3] 

**te««2 4T?#fc (S) -4- (2-tKD^-3- (4- (+7* is 

>-2-j») t^y^v) ^ntr/M-**) (b) 75>-2-am 

0g, N, O-^^fcKn^S/^r^>0. 2 1 g, mjiw 
S>0. 63mlM^;y^xf;i,0. 3 7mUffl K Jfefeffs fcH 

o 

^H-NMR (CDC 1 2 ) 5:1. 83-2. 01 ( m , 4H ), 2. 2 1- 
2. 29 ( m , 1HK 2. 4 3 - 2. 5 8 (m, 1 H) , 2. 63-2. 78 
(m, 8H), 3. 03 (brd, J=10. 8, 1 H) , 3. 23 ( d % J = 
10. 8, 1H), 3. 42 (s, 3H), 3. 86 (S, 3H) , 4. 2 1- 
4. 38 (m, 3H), 6. 98 (d, J = 7. 8, 1H), 7. 20 (t, J 
= 7. 8, 1HK 7. 3 8- 7. 4 8 (m, 3 H) , 7. 66 (s, 1 H) , 
7.8 0 (d, J = 8. 8, 3 H) 

^mm 2 3 

(S) -1- (4- (2- HFD^-3- (4--h7*\,y-2-J,l) V* 
CO 1 8 4] 



10 5 



&ItE# 2001-3106273 



11-166160 




N N- 



[0 18 5] 

I^M2 5Wc (S) -4- (2-kFD^^-3- (4-±7*lsy 
»0. 70g, N-^^fcT^^o. 16g, h'jxW^O. 44m 

^H-NMR (CDC 1 g ) 5 : 1. 7 3-2. 0 4 (m, 4 H) , 2 . 1 6 
-2. 20 ( m , 1H), 2. 34 (s, 3 H) , 2. 4 9 -2. 7 9 ( m% 7 
H) , 3. 03 (d, J = 10. 7, 1H), 3. 15-3. 36 (m, 5 H) 
> 4. 10-4. 37 (nu 3H), 6. 54 (d, J = 8. 3, 1 H) , 6. 
93 (a, 1H), 7. 00 (d, J = 8. 3, 1 H) , 7. 18 (t, J = 8 
• 3, 1H), 7. 3 8 - 7. 4 6 (m, 3H), 7. 6 7 (s, 1 H ) , 7. 
7 8 (m, 3H), 9. 2 9 (s, 1 H) 
4 

(S) -4- (4 - (2-bKD^- 3 - (4- (^7dtl/2/-2->f^) kf 



[0 18 6] 



10 6 



m§E#2 001-3106273 



#^ 11-166160 



Ut 5 8 ] 




[0 18 7] 

MMM2 5t#fc (S) -4- (2-tKn^-3- {4-±-7*vy 
mo. 70g, -e;b^U>o. 14g, hV^/UT^yo. 4 4 m 1 &zf*,y 

JVym*j**n,o. 2 7mifcffiK ^MWatHHiofi^a^ftff^ifcK: 

#fffiLfe»fifeawt, «*+*ifcfcj:y*JHft#fto. 6 5 

g$:emfclT#fc 0 H&j&l 6 9-1 7 it 
HMM 2 5 

(S) -1- (4- (2-bK* n^-3 - (4- (^-7»l/>-2->f/l/) g 

[0 18 8] 
[ft 5 9 ] 



[0 18 9] 

*»*/a«2 5TM»fc (S) -4- (2-tKn^-3- (4- 




Q 



10 7 



ffi!E#2 001-3106273 



# ¥ 11-166160 



-2-4 jv) -7u¥)i**is) - i H ->f > K-;i/-2-^j;i/^> 

Ko. 70s, tnyy>o. n g , h'Jiwoo. 4 4 mi&tfs/r 

fc&mo. 2 4 g&B6*gSfcl,T#&. 16 * 1 5 8 - 1 6 1 «C 

nmm 2 6 

(R) -1- (4- (2-fc:KP^-3 - (4- (t7 2 ->f;i/) bf 



[0 19 0] 
[ft 6 0 ] 




[0191] 

( r) — u j */ \s— v & u im^cM 25^ mmoKmmmz j: y & 

(R) -4- (2 -h: Kn^rS/- 3 - (4 * vy- 2 ->r;i/) fcf^ 

, tfnus;>o. 3o g , h'jxw^>3. 0miMi/7;'j>ii;xf 
;i/o. somi a, mmM3 tmn&jxmwiftzftoztiz&vmmit&ygo. 

5 4 g^a^tltf^ 11-212'C 
7 

(R) -4- (2-b Kn3f$/-3 - (4- (^-7 » vy- 2 ->f;i/) tf^uy 
y) ^DfcT/M-cfr*/) — N, N-^'^f - l h-^> K-;i/-2 - ^i/^f 

[0 19 2] 



10 8 



ffi$E#2 001-3106273 



11-166160 



[ft 6 1 ] 




[0 19 3] 

( R ) - if V V V)V J is U - N J: y Aftejftflf 25t H«t<Z)&j&iRff£ic J: »J ft 
(R) -4- (2-tKn*J/-3 - (4 -^7* 2 ->f^) ¥K 

> &**JlT$>&Mi&0. 3g, h>jiW^3. 0mlMi/7;U> 
mVJL^KO. 3mlt ^^©.RjSift^Sr^^'ancfciJ^JBfb^ 
%0. 24g$:a#^bWc 0 Bfcj^l 5 8 - 1 6 0 °C 
2 8 

4- (2-bKn^-3- (2- (2-f7h^» x^;i/y^y) y n gjb 

[0 19 4] 
[ft 6 2 ] 



[0 19 5] 

4-y>Ji/i;Wi/ - 1 H->f> K-^-*^^-^^ K0. 7 0 g&&2 
^fctf^fclCfcyMft^ftO. 5 7gfcBft©«fti:i, T ftfc. 1 2 5 




Q 
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miiE#2 001-3106273 



11-166160 



- 1 2 6 °C 

mmm 29 

(S) -4- (2-hFO ^-3- (4- (t7j?l/>-2->f;i/) tf^u-v 

7) 7Dtf;t/a-=^» -i- ^^;b-N-^^;b-^>K-;i / - 2 -^ ;I/ ^^^ 
^ K 

[0 19 6] 
Ut 6 3 ] 



[0 19 7] 

I^M26tffe ( S ) -4- (2-HRn**/-3- (4- 

UJVtfymi. o g , *^;i/T^>i&^i&o. 2 g , h visits, y 1. o m 

M& 180-183T; 

1 H — NM R (CDCI3 ) 8:1. 8 7- 1. 9 6 (m, 4H), 2. 19- 
2. 50 (m, 1H), 2. 5 0-2. 8 0 (m, 4 H) , 2. 90-3. 20 

(m, 4 H) , 3. 2 1 (m, 1 H) , 4. 0 4 (s, 3H), 4. 14-4. 
18 (m, 3H), 6. 19 (brs, 1 H) 6. 55 ( d , J = 7. 8, 1H 
) , 6. 9 8-7. 0 8 (m, 2H), 7. 2 0-7. 2 2 (m, 1 H) , 7. 
3 8 - 7. 4 6 (nu 3H), 7. 66 (m, 1H), 7. 79-7. 81 (m 
, 3 H) 

mmm 3 0 
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tfJHE#2 001-3106273 



11-166160 



(S) -4- (2-EKn=fr*/-3- (4- (t7jr u>-2-^;b) e^us; 

[0 19 8] 
lit 6 4 ] 



[0 19 9] 

K^««|2 6t#fe (S) -4- (2-tKn*S/-3 - (4- (^7*1/ 

>-2--f;i/) tf/^u^V) yntf;i/*^j/) - 1 - y 2 - 

JjjitfyMo. 6g, *?*7»y$>mmm.o. 3 g, f'jif;i/7>>i. o 

4 8X3 *H — NM R (CDClg ) 8:1. 8 4- 1. 9 3 (m, 4H), 2. 

16-2. 20 (m, 1H), 2. 5 0 -2. 8 0 (m, 4H), 3. 00-3 
. 4 0 (m, 8H), 3. 8 1 (s, 3H), 4. 10-4. 30 (m, 3 H) 
, 6. 54 (d, J = 8. 4, 1H), 6. 77 (s, 1 H) , 6. 96 (d, 
J = 8. 3, 1H), 7. 18 (dd, J = 7. 8, 7, 8, 1H), 7. 24 

(s, 1H), 7. 3 6- 7. 4 5 (m, 3H), 7. 64 (s, 1H), 7. 
7 8 (d, J = 7. 8, 2 H) 



(S) -1- (4- (2 -H KD3r->- 3 - (4- (t7 U>-2 ->f H° 
If 

[0 2 0 0] 




0. 



/ 



JfeM3 1 



111 



m$E#2 001-3106273 



11-166160 



lit 6 5 ] 




[ G 2 0 1 ] 

Kft#««2 6?#fc (S) -4- (2-tFO^>>-3- (4- (^7*1/ 

UfrtfZ/mi. 8g, fcfnU^X). 5ml, h'JxW^O. 5ml, X 
&*/TJV>mV**JH. 5mL?:MK 3 £ mm<D - 

^-NMR (CDC 1 3 ) 8:1. 8 4-2. 0 4 (m, 9 H) , 2. 2 3 ( 
m, 1H), 2. 50 (m, 1 H) , 2. 6 6 - 2. 8 0 (m, 2H), 3. 0 
0-3. 3 0 (m, 2H), 3. 6 0 -3. 8 0 (m, 4H), 3. 9 2 (s, 
3H), 4. 0 0-4. 3 0 (m, 3H), 6. 55 (d, J = 7. 8, 1 H) 
. 6. 89 (s, 1H), 6. 99 ( d , J = 8. 3, 1H), 7. 22 (dd 
» J = 7. 8, 8. 3, 1 H) , 7. 38 (s, 1H), 7. 4 0 - 7. 4 7 ( 
m, 3H), 7. 66 (s, 1H), 7. 80 ( d / J = 7 . 3, 2H) 

mmm 3 2 

(S) -4- (2-HFD^^-3 - (4- (i-Z7*lsy-2-4JU) hf^U^ 
[0 2 0 2] 



112 



ffifl#2 001-3106273 



#^ 11-166160 



lit 6 6 ] 




[0 2 0 3] 

JK*te/««2 7Tf»fc (S) -4- (2-fcKn*S/-3- (4- (^7*1/ 

>-2->r;b) trxyyy) ^ntr^/***/) -1- (2 -*^;i,^ntf;i,) - 

-f > K-^-2-*^jJ?>Kl. 0g, *^;i/7 3>IS»£0. 2g, hijif 

^H-NMR (CD 3 OD) 8:1. 10-1. 12 (m, 7 H ) , 2. 0 9- 
2. 2 4 (m, 5H) , 2. 9 1 ( s , 3 H) , 3. 11-3. 6 0 (m, 4H 
), 3. 84-3. 92 (m, 2H) , 4. 15-4. 25 (m, 2 H) , 4. 
37 (d, J = 7. 4, 2H), 4. 57 (m, 1H), 6. 60 ( d , J = 7 
. 8, 1H), 7. 09 (d, J = 8. 3, 1H), 7. 16-7. 22 (m, 
2 H) , 7. 4 3 - 7. 4 6 (m, 3H), 7. 7 4 - 7. 8 6 7 (m, 4 H) 
MMW 3 3 

(S) -4- (2-tlKn *S/-3- (4- (f7jfU>-2->f;i/) fcf/^U^ 
[0 2 04] 
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ffi$E#2 001-3106273 



#¥11-166160 



[ft6 7] 




[0 2 0 5] 

*»*]*«27Tf#fc ( S ) -4- (4- * u 

>-2->r^) t^y^y) :/n - i- (2-^^^ n tf^) - 

>f>K^-2-AM>il. 0g, WW5>*i«o. 2g, Kux 

* vm<DR&m#*n izlzkxv mmiti*® o . 6 s nvrm, 

. aftj^ 108-noic 

lH " NMR (C Dg O D) 8: !. 10 -1. 12 (m , 7 h) , 2. 03 

(m, 1H) 2. 10-2. 3 0 ( m , 4 H) , 3. 0 0-3. 4 0 ( m , 8H 

) , 3. 4 0 -3. 6 0 (m, 2H) , 3. 8 0 -3. 9 5 (m, 2H), 4. 
12 (d, J = 7. 8, 2HK 4. 2 0 -4. 2 5 (m, 2H), 4. 57 ( 

m, 1H) , 6. 62 (d, J = 7. 8, 1H) ,6.87 (s, 1 H) , 7. 

10 (d, J = 8. 3, 1H), 7. 17 (dd, J-7. 8, 8. 3m, 1H 
) > 7. 4 3 - 7. 4 9 ( m> 3 H) , 7. 7 4 - 7. 8 6 (nu 4 H) 

mmw 3 4 

(S) -1- (4- (2 -b p P »V -3- (4- f-*-7*l,>-2-^;M ^ 
[0 2 0 6] 
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ffil£#2 001-3106273 



11-166160 



[ft6 8] 




[0 2 0 7] 

I^a2 7Wc (S) -4- (2-tKn^-s- (4- (+y*u 

-f>K-/b-2-*^/aK>»l. Og, ifnus;>0. 2ml, h>jx W , 
>0. 7ml, J/7;y>i^o. 5mU^, **«3fcH*©EJ& 

- 1 0 6 °C 

X H-NMR (CD 3 OD) 8 : 0. 79-0. 81 (m, 7 H) ,1.91 
-2. 14 (m, 9H) , 3. 0 0 -3. 4 0 (m, 4 H) , 3. 6 0-3. 8 
0 (m, 6H) , 4. 1 5-4. 25 (m, 4 H) , 4. 57 (m, 1 H) , 6 
• 61 (d, J = 7. 8, 1H), 6. 98 (s, 1 H) , 7. 08 (d, J = 
8. 3, 1H), 7. 20 (dd, J = 7. 8, 8. 3m, 1H), 7. 4 2- 
7. 69 (m, 3H), 7. 7 2 - 7. 8 4 (m, 4 H) 

mmms 5 

(S) -1- (2- (5 -* ^ ;b-i, 2 . 4-**WrV-A,-a-4M 
«y*J (b) 79> -4- > fW i/) -3- (A- j±<7*\s2s-9.-* n A 

[0 2 0 8] 
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miE#2 001-3106273 



11-166160 



[ft 6 9 ] 




[0 2 0 9] 

**te*«3 1T#fc (S) -3- (4-^Ui/^;^^i/^>^ (b) 7^ 
-5-*TJl-l, 2, 4-**VVT*J-)V0. 4 5g^4 

»fffeffofe^sai^tO. 6 5gfeeftiIiLTfffe. M14 6- 

1 4 8TC 

H^M3 6 

(S) -1- (2- (5-**n/-l. 2. 4- ^^»yyyr^ n/ - 3 - >fA/ ) 
(b) 7?> -7- >f - 3 - (4- 

[0210]. 
[ft 7 0 ] 




[0211] 

If^M3 5Wc (S) -3- 



'V (b) U=y 
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ftl£4#2 001-3106273 



11-166160 



y-z-jjv) -5-*^;b-i, 2, 4 -2f*i^y*./-;i/i. 7gM4- 

5:l!of^35«^i2. 0*fcfife|gfti;LT#fc. »j* 1 6 9 - 1 7 0 

iy£M3 7 

(S) -1- (2- (5 -*^;i/-l, 3, 4 -^-dr-9-^7y~;i/- 2 --(JV) 
*y)/ (b) 77>-4 ->f;M-**/) -3- (4- (^7* U>-2-^f;i/) 

[0 2 12] 
[ft 7 1 ] 




[0 2 13] 

I^l3 9T'Hfc (S) -2 - (4-^'ji/i;;W^M>!/(b) 75> 

>-2->r;i/) - lt 3> 4-t*t»;7i;-^o. 3 3 g&t>*4 

- (^7*u>-2->f i fl/) tr/>cys;>o. 2 e g^m^mmmi tmm<D^m 

3 0gOTMItbt^ o fgy»l 5 8 - 1 6 0°C 
8 

(S) -1 - (2- (5-hiJ7^tP^f^-l, 3, 4 -t^»^7!/-;b 
-2->f;i/) /Qyf (b) 7^>-4 ->f;i/;f sfr*/) -3- (4- (t7j?l/> 
-2->f;i/) tf^U^V) -2-zfu/iJ-)i 

[0 2 14] 
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ffiSE4#2 001-3106273 



11 — 166160 



Mb 7 2 ] 




[0 2 15] 

Mff&Jfc#9 5 1 T?#fc (S) -2 - (4-^'JS/*;mM>y (b) 7^ 

>-2-^;i/) - 5-hij7;i/tn^f;i/-i, 3, 4-t^^7y-;n. 
0g^4- l/>- 2 ->f tf^U^>0. 7 5 gfcfflv^jfrWi i: 

1 H-NMR (CDClg) 8:1. 87-2. 00 (nu 4H), 2. 23 ( 
t, J = ll. 7, 1H) , 2. 51-2. 58 (nu 1 H) , 2. 63-2. 
76 (m, 3H) , 3. 05 (brd, J = 10. 3, 1H), 3. 23 (br 
d, J = 10. 3, 1H) , 4. 15-4. 26 (m, 3H) , 6. 79 (d, 
J = 8. 3, 1H) , 7. 26 (d, J = 8. 3, 1H) , 7. 39-7. 48 

(m. 4H) , 7. 64 (s. 1H) , 7. 80 (d, J = 8. 3, 4 H) 

mmm 3 9 

(S) -1- (2- (5-^^;i/-l, 3, 4 -yt*WTlT-fr- 2 ->f^) 
(b) y^y- 7 ->f^/^*^S/) -3- (4- (t7jtl/>-2-^;i/) 

tf^u^V) -2-^da;-;i/ 

[0 2 16] 
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2001-3106273 



#3* 11-166160 



Ut 7 3 ] 




119 



2001-3106273 



11 — 166160 



[0 2 17] 

m&&&tm4 ox*mt=. (s) - 2- (7-^h^M>y (b) y^y-2- 

-r;i/) -5-^^-;i/-i, 3, 4-t^pti;ry-;i/8. og®M^f 

OOmliliC, -srt'H^U^il OmUITlfc. 2K#T. 1 ^p|S8l 

T?SE«©«, MJ±^§U 7-kKn*S/-2- (5-*^/l/-l, 3, 4-t 
^t^7 1 /-;i/-2-^;i/) ^>y^^>©^M H ^6. 0g|#fc o 
h (S) -^US/i?^;j/l/-h7. 2 5gS^f^M7^Kl0 0ml 
JC»«¥U »'J-?M lgSM, 5 0'CT'2^KML^ o 

«6*«K»^-hu^Ai?se«<z)«, ffimmmh. mvt&m<*6. os^ntc z.v> 

Wk&Mfct.*- (-f-yStuy-2-4JV) tf^u # y 5 o m l fc 

7A^n7h^77^ - (^nn*;i/A/^^;-;i/) icrJSfJS'tscit*^, m 
Bfb^*3. Og«ifi^i:lT#t ttj^l 4 0-1 4 21c 

1 H-NMR (DMS O- d 6 ) 8:1. 77-1. 83 (m, 4 H) , 2. 2 

0- 2. 25 (nu 2H), 2. 4 7 - 2. 6 6 (m, 3 H) , 2. 62 (s, 
3H), 3. 04-3. 13 (m, 2 H) , 4. 17 (nu 2H) , 4. 30 ( 
m, 1H), 5. 02 (b s, 1H), 7. 14 (d, J = 7. 8, 1H) , 7 
. 29 (t, J = 7. 8, 1H), 7. 34 ( d , J = 7. 8, 1 H) , 7. 4 

1- 7. 48 (m, 3 H) , 7. 70 (s, 1 H) , 7. 72 (s, 1 H) , 7 
. 8 1-7. 84 (m, 3 H) 

mffiffl* 0 

(S) -1- (2- (5-h'j7^n^f^-l, 3, 4 -**WT\r-Jl 
-2-4)1) K>yT (b) -7^y- 1 -^Jlyj-^ri/) -3- (4- 
-2-JJl) tf/^U^V) -2-ypyNV-;b 

[0 2 18] 



12 0 



ffilE#2 001-3106273 



11—166160 



[ft 7 4 ] 




[0 2 19] 

Ifi^J5 5T'#fe (S) -2 - (4 -^y S/^;i/^-dr^^>y (b) V ^ 

>-2->f;i/) -5-h'j7;i/ta^f;i/-i, 3, 4 -^-F^T . 

og^4- (-^-^^ 2 ->r;p) n°/<u^>o. 8 o g ^m^mmmi t. 

^H-NMR (CDClg) 8:1. 81-2. 00 (m, 4H) , 2. 21- 
2. 25 (m, 1 H) , 2. 4 7 - 2. 6 0 (m, 1H) , 2. 60-2. 79 

(m, 3H) , 3. 07 (d, J = 9. 8, 1H) , 3. 21-3. 30 (m, 
1 H) , 4. 23-4. 31 (m, 3 H) , 7. 0 2- 7. 0 9 (nu 1H) , 
7. 21-7. 36 (m, 3 H) , 7. 4 0 - 7. 5 4 (m, 3H) , 7. 68 

(s. 1H) , 7. 81 (<K J = 7. 8, 1 H) 
HJfeflH 1 

(S) -l- (2- (5-^^;i/-i, 3, 4 -^-fr^yy-;!/- 2 
/QV (b) 5=-^-^3i>-4 --f ;i/^-^r>>) -3- (4- (-f-y $ uy - 2 - >f 

[0 2 2 0] 



12 1 



ffi|E# 2001-3106273 



11—166160 



Utl 5] 




[0 2 2 1 ] 

I^M4 3t§fe2- (b) ^>!/f^7i>-2-^ 

;b) -5-*^;i,-i, 3, 4-**WT*J-)\;i. 4 g £ (s) -yyj/j; 
;WJ/l/-M. 3g?:WfM;i/A75n5ml|:^iU 

3&*©ffe, mj±mmL. mfttoi. i ^.(dw^^ib^a- a-?* 

^nn*w^^;-;i/) izxnmt sztnz & vmmfc&®o. 36 g ^n 

^-NMR (DMSO-d 6 ) 5 : 1. 7 7- 1. 8 5 (m, 4H), 2. 
18-2. 25 (m, 2H), 2. 4 9 - 2. 6 8 (m, 3H), 2. 61 (s 
> 3H), 3. 0 5-3. 15 (m, 2 H) , 4. 18 (m, 2H), 4. 36 

(nu 1H), 5. 02 (bs, 1H), 7. 01 (d, J = 7. 8. 1 H) , 
7. 32 (t, J = 7. 8, 1H), 7. 34 (d, J = 7. 8, 1H), 7. 
41-7. 48 (m, 3H) , 7. 74 (s, 1H), 7. 81-7. 84 (m 
, 3 H) , 8. 0 7 ( s, 1 H) 
2 

(S) -1- (2- (5-^;i/-l, 3, 4 -J-lrWr^-jl- 2-4 ;i) 
- 1 H->f> K-;i/-4 ->T;i/^-^r-» -3- (4- (^-7 * 1/ > - 2 ->f;i/) 



12 2 



m§E# 2001-3106273 



11—166160 



[0 2 2 2] 
[ft 7 6 ] 




[0 2 2 3] 

5t'Hfc4 -^>^;i/^-dpj/- 2 - (5 1, 3, 4- 
*3r-tf-^y^-;i/- 2 --r;i/) - i H->r > F-;i/- 5. o g # y -fr-V 

^fWATU* (3 : 2) 5 0 0ml|Ci»U 5%-A^i/^A^O. 

5 gS:aii^.T*3R^;«KT5^raaii?Lfc 0 mmtt^^ vmmzxm^. mm* 

ffi,R.WML>fc 0 #£*l£4 -t Kn^rS/- 2 - (5-^^;i/-l, 3, 4 

ti?7y-;b-2-^f;i/) ->f > K-;i/-tf)^*^;i/*;uAT^ KSJRtc (s) 

-#Vi/S?Ji;*/U-h4 g£.mmi]VVJ*4. 2g&MjL. 5 0 "CT? 5 HSrlSflll 
*W7A^D7by77-f - (#nntf;;i/A/*#y-;i/) JCT5|t§gt"<5 3 

£T*, tfegllg&ifc Z.<DM&%5&£4- (■f-7#U>-2-4Jl) 
'J^>5:^;-;i/10mlMU 2Bmto3&388KLfc. JfrSPffc, 

2 1 5-2 1 7TC 

L H-NMR (DMSO-d 6 ) S: 1. 78-1. 83 (m, 4 H) , 2. 
2 2 - 2. 2 5 (m, 2H) , 2. 51-2. 63 (m, 3 H) , 2. 58 (s 
, 3H), 3. 05-3. 13 (m, 2H), 4. 05 (m, 1H), 4. 16 



12 3 



ffilEf#2 001-3106273 



4f ¥ 11 — 166160 



(m, 2 H) , 4 . 89 (bs, 1H) , 6. 58 (d, J = 7. 8, 1H) , 

7. 04 (d, J = 7. 8, 1 H) , 7. 13-7. 19 (m, 2H), 7. 4 

2 (m, 3 H) , 7. 7 0 ( s , 1 H) , 7. 8 2 (m, 3H) , 12. 16 ( 
s, 1 H) 

mmm4 3 

(S) - 3- (4 - (-ryzvy-z-jfy) ^uy;) -1- (2- (5- 
7ji-;i/-i, 3, 4 -**WT\r-n,- 2 ->r;i/) (b) y^y-i 
-4 ft***/) -2-^p/W-;i/ 

[0 2 2 4] 
[ft 7 7 ] 




[0 2 2 5] 

HCW-&/*0|4 7T#fc2- (7 h^e//<>y^^>- 2 ->f;b) -5-7 
x— 3, 4 -;f 3f-9-^7 N 7-;i/3 . 7 g©fif^f 0 OmlM 

tC, - 8TC*^ai|?L«s^e>Hj|fl:}^^3R4ml S:»Tbfc. *©ffc;>K7frTT? 1 # 

h^AT«©t, «£E*»U 7-tKD^i/-2- (5-71-^-1, 
3, 4-t^f^r!/-;i/-2-f;V) ^>y77>0f6Mi2. 7g^t 
„ ZtltL (S) -^'Ji/^;S/U-h2. 6gSy^f-MM75K5 0m 
HzmML. MmJjVV&2. 8g&#tlx., 5 0°Ct2TOibfc o SMI: 



12 4 



ffill#2 001-3106273 



#^ 11—166160 



*H — NM R (DMSO-d 6 ) 8:1. 7 7 - 1. 8 3 (m, 4H), 2. 2 
1-2. 23 (m. 2H), 2. 51-2. 66 (m, 3H), 3. 05-3. 
14 (m, 2H) , 4. 18 (m, 2 H) ,4.33 (m, 1 H) , 5. 05 ( 
bs, 1H), 7. 18 (d, J = 7. 8, 1H), 7. 32 (t, J = 7. 8 
. 1H), 7. 3 8 - 7. 4 4 (m, 4H), 7. 6 5 - 7. 7 0 (m, 4 H) 
> 7. 8 0- 7. 8 4 (m, 3H), 7. 9 0 (a, 1H), 8. 18 k 2 
H) 

Hd£M4 4 

(S) -1- (2- Q- ^^;]/-!, 2> 4 -^-fr^y 5 ->f^) 
(b) 4 ->f -3- (4- (± y * U > - 2 - >f 

[0 2 2 6] 
Cfb 7 8 ] 




[0 2 2 7] 

S»M«5 8-e#fc (S) -5 - (4-jnjS/*;WMW (b) 7:7 
>-2--f;i/) -3-*^;i/-i, 2, 4-tWry-;i/0. 4 6 g&tf4 



12 5 



ffl|E#2 001-3106273 



#5p 11 — 166160 



3 3 g SrWfeJga^ Ltife. B(j&2 1 6 - 2 1 8°C 
5 

(s) -3- (4- {-r-7 z vy- 2 -^r;i/) tf^y^y) - i - (2- (3- 
*^;i/-i, 2, 4 -t^r»'>7';-ji/- 5 ->r;t/) /Qyr (b) 3-*7ny- 

[0 2 2 8] 
Ut 7 9 ] 




[0 2 2 9] 

IM^M6it'Hfc (S) -5 - (4-^yi/i/;i/t^i/^>y (b) 
1 2--f -3-^^;i/-i, 2, 4 1 . 5gM 

4- (-Ty* u>- 2 --r;i/) hf^ys;>i. Og&MK HSfe#»Ji^l^#©>K 

£SMsiC J: U StMftlH&J 1 . 5 g ZM&Mi&t Ltife. 180-182 °C 

(S) -3- (4- {±-7 $\sy- 1 ~^f;i/) tf^Ui/V) -1- (2- (3- 

*^;i/-i, 2, 4 -^-fr^T^y-;!/- 5 --r;i/) (b) x.y- 

[0 2 3 0] 



12 6 



a}$E4# 2001-3106273 



11 — 166160 



[ft 8 0 ] 




[0 2 3 1 ] 

2 -^r;i/) - 3 i , 2, 4-m^ry-;^o. 73g&tK4-( 

3SJ6#N 7 

(S) -l- (2- (i, 5 -^^^-;i/bf^V-;i/- 3 — f)i) y<yy (b) 7 

^>-4 -JJl/yt**/) -3- (4- (t7jtl/>-2-^;i/) fc^US/V) - 

[0 2 3 2] 
[fb 8 1 ] 




[0 2 3 3] 



12 7 



ffi|IE#2 001-3106273 



11—166160 



JBUPteJ*« 6 3 (S) -3- (4 -^yS/SJ/l/tf (b) 79 

>-2->r;i/) -l, 5 - ^^^;i/t°^y-;i/0. 2g£4- u>- 2 

- >f tr* y s> >o . i 5 g # e> 1 £ H8S©&/SifcfHc «fc U ^tMsiir % 

0. 1 6 g *nt~ 0 1 5 5 - 1 5 7°C 

8 

(S) -1- (2- (5 -^^^^-^-thy-;!/- 2 ->f;i/) (b) 77> 

- 7 --Y;i/>fdr-» -3 - (4 - (-*-7»ly>-2->f;i/) H'^lj^V) -2- 

[0 2 3 4] 
[ft8 2] 




[0 2 3 5]. 

S^n^H 6 5 2 — (7-k Kn^P2//<>!/ (b) 7 9 > - 2 - 

- 5 -*^;i^3f-9-y-;i/2. o g&tf (s) -$ry h 1 . 8g 

^m^mm^mmi nmm<D^mmz^i) as) -i - ^^i/v^^-tz-z 

- (5 -*m,**cW-n>- 2 --T;b) (b) 77>1. 5g£#£„ 

#cv*t?4- (7^-7 # i --r;iO t:^'j*?>o. 7 g tniM 1 nmWk&K 

fommzz. vmmitismo . 2 6 g *mt=. 0 m& 147-149 °c 
iiffl4 9 

(s) -1- (2- (3 -^;i^y=fr-9-y-;i/- 5 ->r;i/) (b) 79 

>- 7 ->f ;i/>T3rS/) - 3- (4- (t7jri/>-2-^f;i/) hf^US^V) -2 
[0 2 3 6] 



12 8 



ft|E#2 001-3106273 



11 — 166160 



lit 8 3 ] 




[0 2 3 7] 

6 6 TM&fc 5 - (7-^h^ri//^>^(b) 75>-2->f^) - 

3 -*^;i/-f y^rity-;i/2. 0 4 g n # > 3 0 m 1 fC?§8?U -4 
#U M/£m&*7Mc&£\ ^□n^AT-Mbfe. tifl:**iitbU 

y<ux*mmo)&. mBmm^. 5- (7-n Kn^/ov (b) ^>-2- 

>r;b) -3-*^;wv3f-9-y"-;i/tf>i£&Ml|i. 9 6g^#fc„ d(Z)t>(Z)£ ( 

S) -^'Ji/i/';W^l/-h2. 5g5:y^^*;i/A7^ F2 0ml}C^b 

a^hu^AT*ig!m®^ m&mmh, mvtmwtfaz. 38gzm& 0 z.<z>m 

#U£ii»#;£4- uy- 2 --f;i/) tf/^u # y -;i/2 0 m 1 ic?£ 

hLT, ^H'fk-^%2. 9 3g?:#fe 0 

! H-NMR (DMSO-d 6 ) 8 : 1. 93-2. 25 (m. 4H) , 2. 
33 (s, 3H) , 2. 7 5 - 3. 3 5 (m, 5 H) , 3. 65 (m, 2H) , 
4. 2 7 (m, 2 H) , 4. 48 (m, 1 H) , 5. 00 (bs, 1H) , 6. 
91 (s, 1H) , 7. 11 (d, J = 7. 8, 1 H) , 7. 27 (t, J = 7 
. 8, 1H) , 7. 34 (d, J = 7. 8, 1H) , 7. 4 5 - 7. 5 4 (nu 
4H) , 7. 74 (s, 1H) , 7. 88 (m, 3 H) 



12 9 



ffiltE#2 001-3106273 



#3* 11 — 166160 



mmm 5 0 

(S) -1- (2- (2-^W7>;-;i/-4->f;i/) Ky-Jy^y (b) - 
4 -4 Jltflri/) - 3- (4 - (-T 7 $ 1/ y - 2 - 4 Jl) hf^US?>M -2-^f 

[0 2 3 8] 
Ut 8 4 ] 




[0 2 3 9] 

MM^j6 7t#fc4- (4 (b) 7^>-2--f;i/) - 

mffioiJxJ&i&ftiz i y 4 - (4 - 1 Fn^r5/^>y (b) 7^>-2--r;u) - 
2-^W7!/-;i/2. 0g5:tM B H ^bT#fc o (S) ->fVVV 

JSSM^&fT^ (s) -4- (4-^>;>>*;^m>i/ (b) y^y-2-4 
£4- (-?-:7# 2 ->r;i/) ^uyvi. 5 gSr^v^M-Wfi 

-1 50TC 
HJfeM 5 1 

(s) - l- (2 - (2 - (5-^;i/-i t 3, A-a-^vr-j-)^- 2- 

tf— 7 ;i/>T^r-» - 3- (4 - (r*-7gl/>-2->f;i/) fcf^U 
y;) - 2-^d;V-;|/ 
[0 2 4 0] 



13 0 



ffilE#2 001-3106273 



11-166160 



[ft 8 5 ] 




[0 2 4 1 ] 



mn&mm 6 8 vmtc z - (2* -tFamfy^) -5-*^;i,-i 

, 3, 4 -^-F^T 1 . 5g©DMFM20ml{:, ^i*'J>?A2 

. OgZjJQZ.. Z<biZ (S) -yUJ/*?^;*/U-M. 9 g 4 0 

i©1ft^ft5tl. 3 g(C*#y-;i/5 0 m 1 Srflllit, ££fC4- (±7 

£ (C £ >J ^HftHr% 1 . 0g?:fi6^bt^ a jftj&i o 5 - 1 0 6°C 

mmm 5 2 

(s) -1- (2- (2- (^>!/f7';-;v-2-^;i/) 7x-^t 

3r-» - 3- (4- (^-7 2 ->f;i/) bf^U^V) - 2--7UrtJ -J\, 

[0 2 4 2] 
[ft 8 6 ] 




[0 2 4 3] 

. 5gCDMFM5 0mnc, jKlft*U^A5. 0 g $ biz (S) - 



13 1 



mitE#2 001-3106273 



#5p 11 — 166160 



y **T?fe«g©«L «ffi«»Ljt^»§a(o (s) -2- (2' -^us/^t* 

5 0ml A, ££JC4- (^-^^ b>- 2 ->r;i/) tr^U2^>l. 0 g & 

2 5 - 1 2 7 °C 
HiM 5 3 

(s) - l- (2- (2- (^>!/f7'/-;k-2->fjb) t^-;i/) v^—^ar 

3r-» - 3- (4- yy- i n°/^u^V) -2-:/p/W-;i/ 

[0 2 4 4] 
lit 8 7 ] 




[0 2 4 5] 

(S) - 2- (2' -?V ^f'JM>l/f7!/-^0. 9g 

i:4- (^-7* i ->r;i^) tr^u^>o. 6g*fflK hmm 5 3 ^ 

1 4 6 - 1 4 8TC 
5 4 

(S) -1- (2- (2- (3-*^;i/-l, 2, 4-**WT)/-J]/-5- 
>f;i/) bf— 71/) 7xl^^rS/) - 3- (4- (t7jtl/>-2->f^) fcf^U 
^V) -2-^P7NV-;b JftESJffe 

[0 2 4 6] 



13 2 



ffi|iE#2 001-3106273 



11 — 166160 



Ut 8 8 ] 




[0 2 4 7] 



Ifi^M7 0t'#fe5- (2' -t:Fn^i/xf'J;i/) -3-*^;b-i, 

2, 4 -^-^p-9-^T^/-;i/2. Og0DMFM5Omli:, ^U"?^3. 
OgZMZ-. 2*>{C (S) -^U 2/ I/- h 2. 6g&inx.fe^ 50t 

^ms^^^^hu^A-efg^, mm^m&mmt^nm^o) (s 

) -5 - (2' -^'Ji/i/>t^^) ^^U;i/-3 1, 2, 4-^-^r 
if^T!/-;i/2. 2g^#fc 0 ^CDe>*.l. 2g5:ffiV\ OnliCg 

j»u 4- (-^--7^ 2 --r;i^) tr^y^^i. o gSrinA-c 3^i8f*j»3it 

8 4- 1 8 61C 

^mm 55 

(S) -1- (2- (2- (3-*^;i/-l, 2, 4 -**-yrV7\r-Jl- 5 - 
-f;i/) -7 3L-)\yyjr^jy) - 3- (4- 7 % U > - 1 - >f tf^CU 

^V) - 2 -yp/t; jfc^^ 

[0 2 4 8] 



13 3 



ft$E# 2001-3106273 



#5p 11-166160 



lit 8 9 ] 




[0 2 4 9] 

I^^7 0t'Ht5- (2' -tFn^>>xfj;b) - 3 -^^. ;u _ lf 

2, 4 VT-J-JH . 0g£4- 1 --f;i/) hf/^U^> 

2g5:0Mi:LT||^ i*2 2 7- 2 2 9'C 

nmm 5 6 

(S) -4 - (2-t: Kd3rS/-3 - ( 4 --^-^ jru > - 2 - ^f;b) tf^U^V 
) zfu\£)\,**j/) Ky-J (b) 77>-2-^;i/^f;i/>!rh> vu>f>jjg 
[0 2 5 0] 
[ft 9 0] 

Q 



[0 2 5 1] 

MMi7 1T#fc (S) -4 -^*U V (b) -7^y-2 

j\s*±jv>r hy 0. 5 2g^tK4- (^7* 2 --r;i/) tr^y^>o 

. 4 7g» ) ^McD^^^iffei^^fCj: y, (S) -4- ( 

2-fcKn**/-3- (4 -±79 \yy- 2 ->f;b) If/^U^V) rfuMn,** 
i/) (b) 2 ->f;b* h>o. 8 7 g&ifeM#i:bT 




13 4 



miiE#2 001-3106273 



4#¥ 11-166160 



7 6 g&MM^^Lt#fc 0 jRj&l 5 3 - 1 5 5°C 
MMM 5 7 

(S) -4- (2-HKD^r>>-3 - (4 Vy- 2 fcf^U^V 
) ^nbT^/^S/) -3-^^^>yr (b) 77>-2->f;MfMS> 

[0 2 5 2] 
[ffc 9 1 ] 



Q 




[0 2 5 3] 

K^«7 2tj|fe (S) -4-^Ui/i/;^^2/-3-^^;i//<>^ (b 
) 75>- 2 --r;i/^^;b^ h>o. 6 0g2itf4- (^7* 2 ->f ;b) 
H°^U^>0. 5 1 g?:Mv\ ^IM3 h^i©S^^ffe.ri:{Cj;>J, ( 
s) -4- (2 -t: Kn*i/ - 3 - (4 -^7* 2 ->f;i/) fcf^U^V) 
^■ntr^^s/) -3-*^;i/^>y (b) 2 ->f^^^^r h > 1 . 

lC<fcU, fsffl-ffc^i»0. 8 2 8^^1^11^ KJ 6 3-1 6 4-C 

5 8 

1- (4- (2-HKn3r->-3- (4-t7j? V>-2->f;i;) tf^U^V) 

yntr^^s/) Ky-J (b) 7 ^>- 2 ->r^) xjt y -ji 

[0 2 5 4] 



13 5 



mSE#2 001-3106273 



#^ 11—166160 



Ut 9 2 ] 



HO 




o""Y"n 




OH 



[0 2 5 5] 

Hlf 5 6t#fc (S) -4- (2-th*D^ri/-3 - ( 4 - ^ 7 # b< > - 2 

byo. 3 o g* $ j -;wc?§fl?u *fitfb*?Jii-*- h 'J 3 o mg zmmz 

^^>^at'^^ mmitffi& ] g£isf=.£.z.?>. mmitismo. 2 4g&i§&M 

Iftj&l 4 3 - 1 4 4"C 

mmm 5 9 

(S) -5 - (2-HFP^'>-3 - (4- (^-7 ^ 2 ->r;b) ti°/<u^ 

[0 2 5 6] 



[0 2 5 7] 

(S) -$ry h 2 g F20ml {C?##?U 



[ft 9 3 ] 



o 




13 6 



ft£E#2 001-3106273 



#^ 11—166160 



£4- (-^-7* 2 ->f if i/y%* # J -jvz o m l izmmv. 3 

*ja-ffc#*0. 6 3g5:||fc 0 
1 H-NMR (DMSO-d 6 ) 8 : 2. 0 9 - 2. 2 2 (m, 4 H) , 2. 
58 (m, 2H) , 2. 75-3. 35 (m, 5H) , 3. 64 (m, 8H), 
4. 01 (s, 2H) , 4. 15 (nu 2 H) , 4. 46 (m, 1H) , 5. 0 
0 (b s, 1H) , 6. 9 9 (m, 2H) , 7. 46-7. 57 (m, 4 H) , 
7. 75 (s, 1H) , 7. 88 (m, 3H) , 8. 31 (s, 1 H) 

mmm 6 o 

(s) -i- (2- (5-*^;i/-i t 3, 4 -t^»^'7';-;i/- 2 -^r;i/) 
[b] -7"yy- 7 -^f;v^-^sy^^;i/) -2- (4- (^-7jTl^>-l- 

[0 2 5 8] 
[ft 9 4 ] 



[0 2 5 9] 

7 hdp*/- 2 - (5 1 , 3, 4 -^-tf-^T 2 -A )V 




N 



13 7 



ffi$E# 2 001-3106273 



11 — 166160 



iiu, 7 -t Kn^ps/- 2 - ( 5 i , 3, 4 -*3f-b-^y i/-;t/- 

2->f;i/) ^>!/7 5>©gM H B B l. 5g£#£ 0 rtih (S) -^U5/S^;i/ 
;i/l/-h2g5:DMF10 OmllC^U £ «b lC^;*r >J ? A 1 1 g Sin*. 
, 5 0TCT-2l|r4Wl^ fi/S*S:**tca^ Bixf;i/tiffiLfe„ « 

S*8U Wift2g?:||L r®M^lftt4- (^-7 # 1 ->f ;b 

) V^Vify*** OmliCglb, lt$MHf&M^L£ 0 #*P«, » 

^H-NMR (DMS'O- d g ) 5:1. 77-1. 83 (nu 4 H) , 2. 2 
0-2. 25 (m, 2H), 2. 4 7- 2. 6 6 (m, 3H) , 2. 62 (s, 
3H) , 3 . 0 4-3. 13 (m, 2 H) „ 4 . 17 (m, 2H) , 4 . 30 ( 
m, 1H) , 5. 02 (bs, 1H) , 7. 17 (d, J = 7. 8, 1H), 7 
. 32 (t, J = 7. 8, 1H) , 7. 40 (d. J = 7. 8, 1H) , 7. 5 
0-7. 58 (m, 4H), 7. 74 (s, 1 H) , 7. 81 (d, J = 7. 8 
, 1H) , 7. 93 (d, J = 7. 8, 1H) , 8. 23 (d, J = 7. 8, 1 
H) 

mmm 6 1 

(S) -1- (2- (5-^^;b-l, 3, 4-^-jp»^'7';-;b-2-^;i/) 
>f > K-J1/-4 ->f/I/;T3rS/,*^;i/) - 2- (4- (f 7jtU>-l-^f;i/) fcT 

[0 2 6 0] 



13 8 



ffiM^2 001-3106273 



#3* 11 — 166160 



[ft 9 5 ] 




[0 2 6 1] 



4 -M Kn^rS/- 2 - (5 1 , 3, 4-t^i/7V-^-2 — f 

>f > K-;btf)^*^;i/*;i/AT^ Ki8?fctc (s) - */Vfrj */ v- v 2 

*iftx^/i/T?ttfBLfc. ^«ss:ffifniaftT> i E-^A^c»?ft'rgt#, M^mm 

0 £©3tfe|gSi:4 - l tf/^y y-;i/i 0 m 
;i/7J^A^ D7 h 7=7 -7 4 - (^an*;i/A/^^;-;i/) icT¥tgf-r £^£ic 

«fc»K *®ft^#lO. 3 6g$:f^ii:bTffc 0 2 0 3 - 2 0 5TC 

1 H-NMR (DMSO— dg ) S : 1. 81-1. 86 (m, 4H) , 2. 
3 3 - 2. 3 9 (m, 2H) , 2. 51-2. 66 (m, 3H), 2. 58 (s 
, 3H) , 3. 0 8-3. 16 (m. 2H) , 4. 0 5 (nu 1H), 4. 16 
(m, 2H), 4. 92 (bs, 1H) , 6. 58 (d, J = 7. 8, 1 H) , 
7. 05 (d, J = 7. 8, 1H), 7. 13-7. 19 (m, 2H), 7. 4 
1-7. 56 (m, 4H), 7. 75 (d, J = 7. 8, 1 H) , 7. 90 (d 
, J = 7. 8, 1 H) , 8. 14 (d, J = 7. 8, 1H), 12. 16 (s, 

1 H) 

mmm 6 2 

(S) -4- (2-r-fe h^rS/- 3 - (4- (^-7 * uy- 2 ->f;w tr^us? 
7) ^PfcfJl/**^*/) -N-jlb»->-N-^fM>y (b) 7^>- 2 



13 9 



ffiffE#2 001-3106273 



11 — 166160 



[0 2 6 2] 
Ut 9 6 ] 

Q / 

V-N 



[0 2 6 3] 

iIM6t'#t (S) -4- (2-tKn^-3- (4- (^7* b>-2 

->f;i/) n°/<u^V) if;i/^-^r>» -n-* h 3f 2/-n (b 

) 77>-2-*;V^t^K0. 4 0gStf'Ji;>2 0mlK:l8#U ^Mic 
ti*»il 0ml fcfl&x., ^M^ScSLfeo »jKSr«fES*b#&tifc«?iES: 

£^£lcJ:U, (S) -4- (2 -7-tr 1**5/- 3 - (4- 

-iJV) b?^U*>V) -?U\ZJU***/) -N-* h*rZs-N-*?-)\sKy\/ (b) 

-;wc»#u 7H>io. l o g £#DA#rffib£MifIt£igifc, ^Itsrt 

JC J: »J ^ffi^ft 0 . 2 5g^ffeMi:bT||fc 0 1 2 5 - 1 2 7 °C 

6 3 

(S) -4 - (2-bFpjp->-3- (4 - (-r-7$ l/y- 2->f ;b) ET^US? 

^nbT^/^-^rS/) (b) y^y- 2 -jj;i/^>ixf ;i/x^f;i/ 

[0 2 6 4] 




14 0 



ffi!E#2 001-3106273 



#5p 11 — 166160 



Mb 9 7 ] 




[0 2 6 5] 

(s) (b) yyy- 2 - 

X-r;i/3. 3g£J:tf4- (^7# 2 ->f;V) tf^U^>2. 7g£JBVN 

1 H — N M R (CDC 1 3 ) 8 : 1. 42 (t, J = 7. 3, 3 H) , 1. 8 
7-1. 99 (m, 4H), 2. 20 (t, J = 3. 1, 1 H) , 50-2. 5 

4 (m, 1H), 2. 6 3 - 2. 7 4 (m, 3H), 3. 05 (brd, J = l 
0. 7, 1H), 3. 23 (brd. J=ll. 2, 1H), 4. 13-4. 2 

5 (m, 3H), 4. 45 (q, J = 7. 3. 2H) , 6. 72 (d, J = 8. 
3, 1H), 7. 21 (d, J = 8. 3, 1H), 7. 3 5 - 7. 4 9 (m, 4 
H) , 7. 67 (s, 1H), 7. 68 (d, J = 6. 3. 1 H) , 7. 81 ( 
d, J = 8. 3, 3 H) 

MMW 6 4 

4- (2 -H KP3rS/-3 - (4- (t7 g U > - 2 - >f )V) fcf ^ U ) 
[0 2 6 6] 



14 1 



mH#2 001-3106273 



#^ 11—166160 



[ft 9 8 ] 
Q 




[0 2 6 7] 

4-^iJ^i/>t^i/-2-^f>F-;H. 8g£J;t>*4- (^-7#l/>-2 

y^S^ftl. 8g§:eMii:bt#fc„ 1^2 0 0- 2 0 2'C 
H««6 5 

(S) -4- (2 -tl FP^r->- 3 - (4- 7 Z V y - 2 - >f ;b) ^'J^ 

hf^/^-^rS/) — N, N (b) 2 

[0 2 6 8] 
Ut 9 9 ] 

Q / 



N 




[0 2 6 9] 

4- (^US/^*^rJ/) (b) ^7f-7i>- 2 --OI/-N, N-S?* 

K3. 5g^«fco«4- (-^--7^ 2 ->r;u) t^y^>2 
st, (e^sr^jciy^ja-fb^i. 4 s £Lxm=. a 1^,173 



14 2 



ffill#2 001-3106273 



11—166160 



- 1 7 5*C 
MMm 6 6 

(S) -1- (7- (2-bKP#i/-3 - (3, 6-^'HKP-4- 

isy- 2-4)1) - 2 H-bfu Vy- l ->f;b) -?ui*)]/***/) Ky-J (b) 

[0 2 7 0] 

[ftioo] 




[0 2 7 1] 

(S) - l- (7-^'Ji/i?;m^^>y (b) y^y- 2-j)ijj)itf- 
;i) \fuv*?y2. igfeit>*3, 6-j;tFn-4 - uy- 2 jv 

) -2H-tfU^ > i. 8g$:ffiK 1 HPS* ? - £ fC J: 

»m»ffc-£#>2. 8g^eM H H B i:lT#rco Mi 14-1 i6r 

mmme i 

(S) -4- (3- (4 g 2 — f;i/) fcT/<U$; 

7) yatlVl/^-^r^) - 1 V^Pbf;i/-N, N-^^-;i^> 2 - 

[0 2 7 2] 



14 3 



miiE# 2 001-3106273 



11—166160 



[it 1 0 1 ] 




[0 2 7 3] 

(S) -4- (3- (4- (^-^^ 2 --f;i/) tf/^ 

U^V) :/nif;i/;f 3f */) - l ->r y^ntf;i/-f > K-;b- 2 -^j;i/^>^2. 
5g, ^W^MSO. 63g, b'JxW^>2. 1ml, J 

! H-NMR (CDC1 3 ) 8:1. 6 2 (d; J = 6. 8, 6H), 1. 9 4 
-1. 97 (m, 4 H) , 2. 24 (t, J = 3. 1, 1H), 2. 44-2. 
54 (m, 1H), 2. 61-2. 76 (m, 3H), 3. 05 (brd, J = 
10. 7, 1H), 3. 15 (s, 6H), 3. 23 (brd, J = ll. 2, 
1 H) , 4. 13-4. 29 (m, 3 H) , 4. 79 (q, J = 6. 8, 1 H) 
, 6. 54 (d, J = 6. 8, 1H), 6. 67 (s, 1 H) , 7. 13-7. 
15 (m, 2H) , 7. 3 8 - 7. 4 6 (m, 3H), 7. 66 (s, 1 H) , 
7. 7 9 (d, J = 8. 3, 3 H) 

mmw 6 8 

(S) -1- (4- (2-HFn^->- (3- (4-t7jf W>-2->f;i/) \Z 

*Vi/j) ^nm»^) -i->f v^ntf;i/^>K-;b-2-?!j;b^-;i/) 

[0 2 7 4] 



14 4 



fflaE^2 001-3106273 



11 — 166160 



[it 1 0 2 ] 




[0 2 7 5] 

(S) -4 - (2-tKn^fj/- (3 - (4 - (i-7 * uy - 2-4 J\s) t?s< 
V*?S) -fuiZfryt**/) - l ->f y^nhfM > F-;i/- 2 -#;i^>^2 . 

5 g, tfnU^>0. 44g, hyiW5>2. lml, S/ 7 > ffc *; x 

ffil/fcjea&at^ %«i^«cii:icj:»;^jHfb^i. 2 g fc^Jt-feMU*: it 

#fec Iftj&l 5 4 - 1 5 51C 



(S) -1- (5 - (2-bKP^'>-3 - (4 - (-»-7jfU>-2->f^) bf 



[0 2 7 7] 



MM 6 9 



[0 2 7 6] 



Ut 1 0 3 ] 




14 5 



ffJSE# 2001-3106273 



#5£ 11 — 166160 



2. og£ (s) -?v */iffrs */u-b2. 0g^j;^f;i/^;i/A7O*2 0 

mlJC$g#U J^iA'J^A3g&M, 5 0T)t3i|railfc o fiJCS?RS:* 

, *R*8Sil^hU^A-e|g»©|fe, «jEE»i»U ?&^«#3. 2 7 g &#fc„ 
4 - (f-^^r 2 --T;b) ^'Ji?>l:^^;-;i/2 0ni 

1 H-NMR (CDC1 3 ) 8:1. 91-2. 02 (m, 8H) , 2. 17 ( 
m, 2H), 2. 4 8 - 2. 7 0 (m, 3 H) , 2. 96 (m, 1H) , 3. 1 
5 (m, 1H) , 3. 54 (m, 4H) , 3. 73 (bs, 1H) , 4. 00- 
4. 13 (m, 3 H) , 4. 87 (s, 2 H) , 6. 47 (d, J = 7. 8Hz 
, 1H) , 6. 50 (d, J = 7. 8Hz, 1H) , 7. 11 (t, J = 7. 8 
Hz, 1H), 7. 16 (s, 1H) , 7. 37 (m, 3H) , 7 . 6 4 ( s , 
1H) , 7. 7 8 (nu 3 H) 

mmm 7 0 

(S) -1- (2- (5 -*3-fr**-V'l/-Jb- 2 - ih-^>k-;i/ 

- 4 --r;i/^-^r>» - 3- (4 - (^-^^i/>-2->r;i/) t^y^v) - 2- 
Hi&M 7 1 

(s) -1- (2- ( 5 - 2 ->f;i/) -iH->f>K^ 

- 4 --f;i^3fS/) -3- (4- (4 -^nD7i-M bf/^y^v) -2-7 
n/W 

HlfcM 7 2 

(S) -1- (2- (5 2 --r;i/) -iH->f>K-A 

- 4 ->f /I/*^r5/) -3- (4- (3, 4-j;^nD7ii;i/) If^U^V) - 

2-^n7AV-;i/ 

mmm 7 3 

14 6 ffiSE# 2001-3106273 
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(S) -1- (2- 1, 3, 4 -7t*r-y-VTV-)l- 2 -4 JV) 

- 1 H--f > 4 ->f - 3- (4- (4-^DD7i-;i/) tf 

^U^V) -2-^n/w-;i/ 
UI56M7 4 

(s) -l- (2- (5-*^;i/-i, 3, 4 -2f- 3f-9-^y*y-;i/- 2 ->f 

- 1 H->T > K-;i/-4 -4 -3- (4- (3, x.— 

tr^y^V) - 2 -yn/w -;b 

5 

(S) -1- (2- (4-^f;i/-iH--f^^y-;i/-2->f;v) -1H--T 
> F-;i/- 4 ->r;i/^-^sy) - 3- (4- (3, 4-j;?Dn7ii;i/) tf^u 
^V) - 2 --fun j -)]/ 

mmmi e 

(s) -1- (2- (5 1 H-bf^y-;b- 3 --r;i/) -lH-^> 
K-;i/-4 -^r;v>r^s/) -3- (4- (3, 4-i?^nn7i-;i/) tr^ys? 
y ) - 2 --^n/NV 
H»J 7 7 

(s) -1- (2- (3-^f;HV^f!/-;v-5-^;i/) — 1 h — -< > K— 
4 --f ;i*3rZ/) - 3- (4- (^-7^ u>- 2 ->f tf/^y^V) -2 

7 8 

(s) -1- (2- (5 -*^;i/;f 2 ->f;i/) -iH--f>F-;i/ 

-4 ->r ;b;*-3f >» -3- (4- (4-^f;i/7i-;i/) tf^ui/V) -2--/ 

7 9 

(R) -1- (2- (5-*^;i/-l, 3, 4-t^t^7y-^-2->f;P) 

- 1 H--Y > F-;i/~4 -Jfr***/) - 3- (4- (4-^f^7i-;i) tf 

^Ui/V) -2-7'nyU-;b 

HSfeM 8 0 

(s) -1- (2- (5 -*^;i/>f3f-9-^/-;i/- 2 --f ;b) (b) y^y 
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(4- (f7dl 2 --f ;b) tf^US^y) -2- 

^^;i/5l-^r-9-y-;i/- 2 -^r;i/) (b) -7^> 

(4- (3, 4-^DD7i-^) tf/^U^V) - 



^^;i/^-=^-9-y-;i/- 2 --r;i/) (b) 
(4- (4-^nD7ii;i/) if^y^v) -2-y 

3, 4 -yt*wy*J-fr- 2 --r;i/) 

- 3- (4- (4-^Dn7i-^) tf 

mmm 8 4 

(R) -1- (2- (5-*^;i/-l, 3, 4 -t*ty7!/-^- 2 ->f;i0 
(b) 7^>-4 — (JVyt^rty) -3- (4- # 1/ > - 2 - >f ;b) 

tf/^y^V) - 2 --^n^w 

(S) -l- (2- (3 -*^-;i/-f v^f-tf-y-;!/- 5 ->f;i/) (b) 7^ 

>-4 --r;i/^-^i/) - 3- (4- u>- 2 ->r;i/) tf^y^v) -2 

8 6 

(S) -1- (2- (5-^wry-/b-2-^;i/) /<>y (b) y^y- 

4 - 4 Jl**ris) - 3- (4 - 7 # 1/ > - 2 - >f tf^y^V) - 2 - ^ 
8 7 

(s) -l- (2- (5 -^f/vfry-^- 2 ->f - i h-4 y K-;i/- 

4 ->f - 3- (4 - (^!7#b>-2--f;i/) tf ^ U VJ ) -2~zf 



-4->( fr***/) - 3 - 

H»J 8 1 
(S) - 1 - (2 - (5 - 
- 4 -4 )\s**Z/) - 3 - 
2-7°n/'?; 

^£«!I 8 2 
(S) - 1 - (2 - (5 - 
-4 ->f ;i/^-^ri/) - 3 - 

mmm 8 3 

(S) - 1 - (2 - (5 - 
(b) -7^ > - 4 - 
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±Mmmmi o~8 KDit^mo^m^^mti o 4, iti o 5 

[0 2 7 8] 
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#¥1 1 



—16 6 16 0 



[it 1 0 4 ] 




[0 2 7 9] 
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lit 1 0 5 ] 




[0 2 8 0] 

wmm^m i 
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*ft19}{t&Ql<D5*>-B& ( I ) Tf*$*lSfb^5 0mg5:|Li9 8mg£ 

^-f^lC^f £o M&yaZ: 2 0 0 ;* v iszL&mizML. 5 0tt'^iU $ 
£{C2 4 * y ^a.C7)#{Cjl-r«, 3 mg^i^fr'J >|7^i/>?A 1 

m g U Sg9mm©H : $:M^tli2 0 0mg©^I$:||5 o 

[0 2 8 1] 



HI&M1 : 5-HT u ^M^i 

M. D. Hal 1?,©^ (J. Neurochem. 44, 1 6 8 5- 1 6 
9 6 (1 9 8 5)) tC*£DTi$i®S$:?fo£ 0 

W&$kfthT&^tc : 7 v hmmZMMA(D2 0ffim<D5 OmM Tris-H 
C1I» (pH7. 4) ^t^^mXl, ^^-hS5 0 0Xgtl 
0ftmm&Lfr o f(Z)±SI:4 OOOOXgt-l O^Mb, £fc^£3 7°CT* 
1 0^>^a^-Mfct, 4 0 0 0 0XgtlO^MLfc„ £*>{C, 
tfcif{C2 0^§©5 OmM T r i s-HC lift (pH7. 4) £#[Jx.T/ft 

^w^t, ooooxgt'i oftmm>bLfe B ttmz 1 o o^© 1 

mM M n C 1 2 &&tl 5 0 mM Tr i s-HCl m^WL ( p H 7 . 4 ) £#0 



ft ?tM 2 5ml© ( 3 H) - 8-OH-DPATM (MIS 

2 nM) 3 7°CT*^W >=^n^-> >3 > L T £ £: JBIM £ 0. 4 5m 



B^^^^^;b^-T^i©L, 5 OmM Tr i s-HClifS (pH7. 4 
) t5@7^b^-^bfc„ 7j ;i/*-lC^o£»ftg£T o p C o u n t 
ICT$I5£L£ 0 ±^m^mz IZQ. 0 0 5NJ|g|25mU, ££##M6*JM 
-^M^MfCli 2 5ml fflWA Y-100635 (ft&Sfg 1 M) &Mfct>Sttf)fS 

ruplicate. MMffCtf)*!^* duplicate 




k&OfciK?^ L£„ 9 6 wel lffl^l/-MC25ml® 
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K i = I C 5Q / ( 1 +C/Kd) 

i c 50 : 50 %ffi&mwmm, c-. vxy pamm 

[0 2 8 2] 

H a b e r t , E. (Eur. J. Pharmacol. , 118; 

107-114 (1985)) JCm&TtSJIft&fTofc. 

=yv h*j»&«&*?frLfc5 Ommol/L Tris-HC 1 Mmffi. (p H 
7. 4) tfTfsKU hnS/Tfaft^S?-*-^ &. lOOOXg, 10^, 4TC0S 
^iSlf^S:fTV\ -hJi&Mcoaii&^tc^'t. 4 0 0 0 0 X g, 2 0£\ 
i*f^S:fTV^ mmzb Ommo 1/L Tris-HC 1 U.^WL (p H7. 4) 
&SD^.»IB , r*. 3 7iCT'10^>f>dra^-ht, 4 0 0 0 0X g< 2 0^, 
4iC©SM>SSf£&f?V\ 120mmol/L NaCl, 5 mm o 1/L KC 
1 Sr-S'tf 5 0 mm o 1 / L Tris-HCl ttftrffit ( P H 7 . 4 ) 

- (IIlI©ioo^:M) ^*i£BI?&£:L£o *S^BWfMfclcttiB«£o 

. 2 nmo 1 /LtCf|$gb£: ( 3 H) /\°D3r-fe^>£ 2 S TC tf 9 0 #181:7^;*^ 
v^«»«rt"eSlSS-e:-6. ^tlTWI?:, ##Jilft^lCte*mg 1 
0/ttmo l/L©7;V^^rt^>5:M^5 0 t;i/A-/<X^ 0. 1 

^Lt50mmol/L T r i s - H C 1 MWW. ( P H 7 . 4) 3mLt3 

mmfr-tz, e piate izTMMffim'&zmfeht* 

T b^yXtf-*-~ffi&Umz.M-tZ>^K i fflli, 0. 1 ~ 1 0 0 nMJ£*T&^ 
[0 2 8 3] 

8-OH-DPATiC «fc SMfiTtC^f "T S««lfb^i»©»*ftf^M «fc »J , 
ft^&©Krt#*?f£&!iEfiB'rsi:#tc, Stfb^ii^ 5 - H T 1A ^§#;i:^ b t 

o d d Y^ 5 &£'f£v?*©iftB§^£ > *#-^gft (KN- 9 1 
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i&P&#U -tHfltC8-OH-DPAT lmg/kg5:M^U 3 

HlfcM 3 ©M^, ^W^ffc^fttt 0. l~100mg/kg ©SPia#tC «fc o 
T, 8 -OH-DP AT^5[^je^Stl«5frS<£TtcSSti-Sri:lCj: 5- 

[0 2 8 4] 

V**:ikW\H (MM : ^fttf--;b, -fe : ft^ . l 0 c m, 1SS : 2 5cm 
, 15 cm, *M : 2 5TC) ICA*U 6 #H3<Z)^X hfiWf&fTo £:„ ftf#> 

S/^T-A/SaM**»*f^ , n^9A ( (80 -a.-n-9->f : V 1 d e o i 

mage motion analyzer (AXIS series) /(T 
ARGET/7 M) ) fcfflV^, 2 - 6 4 4Mffl©Mi&l©IS©»«f S: 

#tm©0. l-lOOmg/kglPiS^taot, ^SlcMi&^K^: 

jSi»s*fc. ^©3i:i:u, s s r i jcit^, 

3&3B©atv*, v^i^sais&ffim^oiii:^ 1 ; ^.s^t^iftstifc- 
Lo 2 8 53 

^3c#«^, #iaffi»fF (OCD) , /tny^WtW. (s o c 

ial phobia), ^ffl'&ffit'WWW (seasonal affecti 
ve disorder), *EA£, ifi^ffi, A»%4Mb&. *Wf£* h 

uxmm (ptsd) , xmm. yjwj\4^-m. n%\n 
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m. mik&m. wmmm> ? * yv^^ (feeding d 

i s o r d e r s) , <fc tfffiWJS?!*, #*S©f&«fc *>mz&mm 
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[fa*] mmm 

mm] 



Ra 




Rc 

X 



l 



ffill#2 0 0 1 - 3 1 0 



1 1 - 1 6 6 1 6 0 



ffi s a n ^ f| $ 



CO 0000672 5) 



1. MftUfH 1 9 9 0^ 8^1 50 



ft m ■ *R**Rm»fAKw»r2TBe*9« 



2. aar*MB 2000^ 4 ^ 1H 



3- 2 0 0 1^10| IR 

ft J *Rtf*Rm**K¥|Ftf2TB6#g# 

ft £ -l^i;b77-?t^ ± 

4. *X^H 2 00 l^io| in 

ft J *R**RmifiAKip| P M r2T g 6#9# 

ft £r -I^i^7 7-?^A| ± 



1 
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